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CONTAINING THE SAME 
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(I) 



(57) Abstract 

Novel quinoline derivatives and quinazoline derivatives represented by general formula (I) which have an inhibitory effect on the 
autophosphorylation of growth factor receptors originating in platelets and pharmaceutical^ acceptable salts thereof; pharmaceutical 
compositions containing these compounds; and a method for treating diseases relating to the abnormal proliferation of cells such as the 
proliferation of tumors, wherein R, and R 2 represent each H or C M alkyl, orR 1 andR 2 together form C,. 3 alkylene; X represents O, 
S or CH 2 ; W represents CH or N; and Q represents substituted aryl or substituted heteroaryl. 
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K4\ R r R 2 B«lKlH*fcJ4C 1 -C 4 7^*^T?***S 
0. S*fcttCH 2 -r*>). WiiCH*fcttNT?*t). QttttMsftfcTU-* 



PCTe*^^*»*n»M««t:'<i'7i'»F»-«CPCT*MfcB^6fc»K*»S^=-l; 

BSlli, H!*&" !flp| 
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m m m 

a m ft m 

* * a « 

SH^Cplatelet-derived growth factor, &TFPDGF t mt) ft £' ©J&SBT/^fi 
^blS^tclig^oT^SCi^btLTV^S (Cell, 46, 155(1986)) 0 L#»Ltt*< 

PDGF^PDGF^^©iiSl^{C#9Mii5iv/^^-;UOigiiJ^T* *K C tlb 

—?<DU,&t lt> iaPDGF^cD^Cct ^mgfw^^siDiaoASii^jqi 

*JLfc0J#«£$nTOS(J. Exp. Med. . 175_, 1413(1992))*^ taPDGFftft^* > 
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Sfsf-n wgft^bf 5:i^t)tm^ 0 c © ggft f"o y > 

fcfflttXitti^^nT^ £ (Cancer Research, 54 ,6106(1994) ^ Proc. Natl. Acad. 
Sci.USA..92.2558(1995)) 0 EX±<DZ£frt>, PDGF^gft g B ! J >K{bPlW8J** 

ft*^©IOT3£f*@B'J >lMtffi«« £ L T l;U 3-7 'J -;M^ 

U>g£LT. J. Med. Chera. , 37, 2627(1994), J. Med. Chem. , 37, 2129(1994) . 
tfltt¥6-507643^&*k 3-7 U -;U*V U >^<h LT. Cancer Research, 
54, 6106(1994) fc<fct>'4- f D 5?;l/-2- 7U-^b°'J i y>iiLT, Proc. Natl. 
Acad. Sci. USA. , 92, 2558(1995) jWO fctlTl * £ 0 

i-VU >#te©4&£*<lffl©3**m : P> MIR^*fctiG^IR^*^LT*S£ 
mJDO*; 'J >B*tt£ LT(i. #£¥1 - 2 4 6 2 6 3^&«K 
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Kti£ft-a>3 {4- [ (7-^oo-4- + y U-;U) 7^;b} 

*^ 4-7'J-;b+yj >fcKI*3k©£ LT. J. Med. Chem. , 14, 1060(1971) 
, Acta Chim. Hung. , 112_, 241(1983). #£B§6 3 -5 1 3 7 5^&m, 7 
#fF^3 1 0 1 5 4 4-*§\ #£^1 -2 4 6 2 6 3^&SK #@#fr3 9 3 6 4 
6 l#rt<fti&ft-co5 0 cnb&fctffc&«&M\ &*jfoE&Taj£fcli 

& © §j§ 
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X 2 



R 2 0" 




CD 



R 1 fc c ta'R 2 {iTOJfcH. C 1 -C 5 7^+;l/TA5K 

CHifcliNl?*^ 
1 W*<CH<0*^ 
(a) X(iO£fcliST*!K 
5$ (II) : 




K^k mliU 2£fcte3T"*tK R 3 iifigijic C N. OH, ad^t>, C 
1 -C 5 T;b+;k C 1 -C 4 T^3 + i/*fc(iC 2 -C 4 T->;UT?*S] 

5* (III ) : 
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mimft®mmtmmr-&t), r 3 ' ^tojjcoh, c 1 -c 5 t;u 

T&S] T^£*l£ST&5K 
5£ (IV) : 




mfc^o'Rg- itwB&ofemtmm-z&io, R 4 an, c i _c 5 7 

;U £ fz it C 2 - C 4 7 5 ] T^; £ *l£ ST& 

(b) X(iO N SSfcteCHgTifctK Qtes 
3 (V) : 



R 5 Rs 




K4\ j fcctO'kiiTOJicO^/ciilT*^. R 5 (iW(iH^^iiC 1 - 
c 4 7;b+;bT*0> AtiC 1 -C g 7;u*;k c 1 - c ^T)i>r-)i^ m#t 
(C 3 -C 1Q ) T)l*)K C 1 -C 4 T;U3+i/*;l/**-;k 7^;k ^-7 

T&££\ l^Sfcf^^oS^IR^U *^icj;t)a^ 
cnSEH^ bJllR$ ft 3 -5 1 fi©^-r nH£?£W LT^Tt>«k^5-*fcli6- 
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M®*3S^©^f-nT U -^g&6^li9 -Stilt 1 0 -lOTOO^fnT 
7'J-^Ste, CN, N0 2 , OH, N H g n C^-C^U^k 

BStK (c g -c 1 0 ) t;u+;K c 1 -c 4 7;u=» + ^ c 1 -c 4 t;hj^-> 

15 10 Id 

^+->, c 1 -c 4 t;u+^7 ^ a (Cj-c^w) 7SA 

C0 2 H, C0NH r N- (C 1 -C 4 TJl*Jl) 7i h\ N, N-v- 

(C 1 -c 4 r;u+;u) 7 5 h\ c 2 -c 4 7;u+;u7 ^ H\ h'J7^o^f 
;k C j -c 4 7;M^?-;*\ 7x-Jk KSI"7x-;K 7x7 + y, I^7x 
7x_jw, asi?*-^** 7x_;i/ (c x - c 4 7;b4-;b) „ 

Ii7xZjKC 1 -C 4 7^^)v f'Jv^k t°5v-;k f'J ; y-Jk 

*;u^u-;k */'j;k +^yj-;k ^>vv;k a&ov-oi'^fcte 

C 2 -C 4 7'>;l/*>5)ii4R$ti5 l~5ffl©RilS^WLT^TfcJ;<. B (4. 
0. S, NH> NCN. NRgtfcttNORg (Z ZT\ RgliCj-C^U 

2. Wrt<N©J§^ XfiO, SI/:BCH 2 T'*)^ QW\ 
^ (V) : 



R 5 R 5 




So } o 
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I. »f^| 

*fHBJo{b^ttHuEa; (i) T-^b£*i3t>cD-e&^ ^®R r r 2 . 

W. X, Q, R 3> R 3 ' „ R 4 . R gN R gx Y, Z, A, B N m, j fciy' 
ktifnElcfcv^T^«Lfciit)T*So 

C 1 -C ^7Jl*)l> : >^;k xf-;k -?vt°)K JVfuVjW Jf-JK J 
v7f-;k s-:/f-;k t-7"'f-;k ^>^;k -fv<>f-;k 
t -Oi-ji ■ 

5Stt(C 3 -c 10 ) : y^o^D t°;k ->^o7f-;K >?n/<> 

f-;k ^^n^+->;k 2/? n^v/f^k n^f^k 7^>^-Jl; 
C 1 -c 4 r;l/3 + S/*;P»K-^: y h*v/#;l^x;k xh + *>*;u^-;k 

y h + ->#;kfc;k s - :/ h ;Utf x;k t - 7 h + ^£ Jl ; 

fc°b ; 

C 1 -C 4 7;U^ + >> : / h4-v\ x^y, 7nsfMfi/ N -fV^D^-A 
7>*->, -fvy^k s-y^-A t-7h + y; 
C 2 - C 4 7 : 7-fef-;k 7n k°;tx;k 7> 'J ;!/ ; 
C 1 -C A T)l*)lT % J : /f-JlTiJ^ x^;U7 S A 7n t°;b7 ^ A 

'fv^Dt^T;;, t^utsa 77^7 5 a s-t'w?;, t 

-•?*)\,7\J ; 

v- (C 1 -C 4 7;b+;U) 7^7 :v?>^7;;> S>xf-;U7 5 A ^7° 
at'JlTi A if-fl-JlTi J ; 
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C 2 -C 4 TJl*JlT i K : 7-fe h7 5 K. y°n t°^">7 ^ b\ 7^ ^ K ; 
c x -C 4 7;b+;u^ : yf^f^ xf^f^-, y°Dt°;Uf-;t\ -fy^n 
fnf^ y>;!^;*\ ^vyfW s-7f-;u?-;*\ t-y^;i^*; 

Kg|7x-;b: CN, N0 r OH. NH^ A 0 y>, C^-C^^M^k 

atR (c 3 -c 10 ) 7;u*;k c x -c 4 7;hj + ->. c 1 -c 4 7;bn+-> 

#;Utf^;k C x -C 3 7;U+U>^+^ C j - C 4 TJl^JlsT 
(C j -C 4 7;b4-;b) 7i;, C 2 ~C 4 7Jl^rJl7 i F\ h>j7;^D/f 

;k C 1 -c 4 7;i/*;u*-^\ 7x_;k 7x; + a 7*.-)^*, y^-ji 
(C 1 -C 4 7;b+;U) . Ov'-C^tTtfiC 2 -C 4 T->;l/<o tfti* 

3fl*TCDKtJ:oTll«SnT^S7i^UiSI ; 
I«7x; + y : CN. NO 2 , OH, NHg. ^o>f>, C 1 -C 4 7;U* 

Jk MR ( C 3~C 10 ) 7)l*)W C 1 -C 4 7;bn+^ Cj-C^Us 

c 1 -c 3 7;i/*i/>^*«>, c x - c 4 7;u+;b7 s 
s?-(C 1 -c 4 r;i/+;u) 7^7. c 2 -c 4 7/M^U7 * K. yvjMu* 

=f-)W C 1 -C 4 7^+^^^". 7x-Jk 7i7^A 7x-;l/f^ 7x" 

;b (C 1 -c 4 7^;b) „ OVJ)i£tz\iC 2 -C 4 7is)i><Dtpfrz>mifti 
^3iiT®iia^Tii$tiTi^7xy + ->i ; 

S^7x^;Uf-^ : CN, N0 r OH. NH^ ^pf>, C 1 ~C 4 7;U 

aitt (C 3 -c x Q ) 7;b*;k c x - c 4 7;b33^->, c 1 -c 4 7;b 
3+*>*;l/7K-^k C x -C 3 7^u>> ; ^4-->. C x -C 4 7^*>»l/7^ 

CC 1 -c 4 7;b+;u) 7;y, c 2 -c 4 7;M^7S h\ h'j7;bto 
7?-;k c 1 -c 4 7-Mr;i/f-3i\ 7x^;K 7x; + a 7x^w, 7x 

(C x -c 4 7;M^U) . 'OyV/l'SfctiC 2 -C 4 7->;KD4^£gtf 
*i*3fl*TO»{c«korll«l$nT^S7i-;i/f-^« ; 
■SK > yV ;U : CN. N0 2 , OH. NH 2 > ^n>r>\ C L - C 4 7;U+ 
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;k Mtit (C 3 -C 1Q ) TJl^rJW C 1 -C 4 T^^+v, C 1 ~C A 7 )lu 

13 14 
V- (C ^ -C 4 7)l*)l) 7$ A C 2 -C 4 TJl*Jl7 i K> h'j7;^n 

y^;k C 1 - C 4 T)l^r)l^^^ 7x-;K 7*7* A 7x^f^ 7x 

(C 1 -c 4 r;u+;U) , 'O^^fciiC 2 - C 4 7*>;U©^biIf;r 

^ (i) tf^sn^ft^iix -etLt>©Kft^fcJ:o*iggMJn^w^^ 
*o *^ B J©^ti(^ cftb©tffloi££k^^£k©-e££o tt*>\ ctib 

4fcttvu>f u>m s/i^ift. tsek, 3/n^^ n ^> 

7^ TkiMb^'J^Att^:) £©i£. 7;u*'J±ffi^Jl{b^te (fll^tfTklfcfb* 

^•>7A, TKKftv^v/tfAfcif) £©iI N 7>^-7AJ£, (0J*. 
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ii *mmit&mv>wki5m 

T£fiW5 So #J;Lli\ Org. Synth. Col. Vol. 3, 272(1955), Acta Chim. 

Hung. J12, 241(1983)^i'Of2tg©^S^*5 0 OT©H«JT'M LTl^ 



o o 

R.O'^^NH, ElO R^^^N^ 





WO 97/17329 



3 2 



PCT/JP96/03229 



:i^^c /MtKUE. *«Hb** 17*. 150 I, <!§#«/£( 1 9 



y 

r i°Y^y cooh h 2 n^h r ,o. 



1 a en fr> Qjjg (id s a an ) jjtttg (iv) T-^^n^ii^ 

x^OTis >fb^(i> 7k&S£ t>o7U- ;Wb£«8 ifci^foT'J- ;Kb 

b. X*<ST'*<5{b£feCD£fiR: 
Xj&<ST*Sfb£«Bli^ X^OT'fe-S^b^OSiii^cblllU^lCctoT. * 

2 a (I) Qj<g (V) D£ (V) Lfe^j^i^i^OZM] 
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Chem. Soc. , Chem. Commun. , 1157(1993). Synlett, 1157(1994)) IZfEMZtlX^ZJl 
(III) h *)yjl*a/ btizlM yf7Hf7A (III)M7;M- 

~2 0 OTOigffl, #£L< lil 3 0-18 OroiSE^T&^S 
Stt^Fift* 1 #~ 5 B#ffi. I < I* 1 0 #~ 1 MfFffl icj^gft 
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3 4 



b. X*<ST*S{t£«&©£fiS: 
mz-tf, XiR(Org.Syn.. 51. 139(1971)) Ett©JEiTO^i*^ J; t) T«>;U^7 

(0J*.li\ 2 0 0 - 3 0 0°C) t^Cilc«k«9i?^<!:^^fefirL^S-7U- 

&ftTT*#mt £ :t t <fc »} £ 7 •> jir* y * y - ;i/S§*£ft£ ft s 0 & 
t\ X3&<o-c*5{t^»io*KgaiPli:^i£-^ Sfctiffitt/SiR (mif, n. 

N--y7f;b*j^7; K) 4\ 7KM{b^-h'J9AiiticgJt8 0~15 0°C 




c. X*<CH 2 -C*5 ft^feCD : 

X*<CH 2 T*5a: (I) T*$n5^k^ftl±^ ti h7-(R.Cutler)b©J.Am. 
Chem.Soc.Jl_, 3375(1949) WBfiO^StStfiJffl LTSJjg-fS - irt<T?£ £ 0 - 
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wmm, imam* Man, mtmmmm i=*iblti~2oi#ibhbie 

fti^T\ KJ.K.Stille)t»OJ. Org. Chem., 48,4634(1983) icfStgO 

(MJ7x^X7^f » /^v^A (II) ?n'J K) 




3 3 (I) Qj^ (V) K (V) 4\ BjjOgM> jjiljg&frfr 
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36 

a. X*<0-e*<5fl:£tt©£J5R : 

N, N->7f^A7; K) «K i£S (PJ*.tf. Tk^b^ MJ * 
ISHtllct K o + y^Mi^f iH:>^ 1 1 4 - o n + 7 U >H*{* 
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x^;k ypt°;k >rv^of;k 7"f-;k -fy^f-Jk s tzte t - 
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X*<CH 2 "e*SS (I) T^^tlSft^^ *7 h7-(R.Cutler)£®J.Ain. 
Chem.Soc.Jl_, 3375(1949) fcK8©#ai;:«fcoT8!!ig*S C 5 0 C © 

««ELfcSU 4- (7Sy"OS>;lO *y U 4- (7 




R 




C. 
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R 2 cA-V &£ Ba O^V * 



^ N(PT) 2 ( ^ V .N(PT') 2 



JUL J t? v * fwA^ 



R,Q-^V 



K+ N a, R 2> W, E*5«kO t R{iffixBO^i|5iaT'*t}. PT' 

4 3 (I) ^ (V) K (V) fr> jWk^Hi:l^S] 

a. B**0T?*5fb^ftO#fiR : 
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b. B^ST&Sffc^ftKD^Jffi: 
B*<ST?*S{b£4&W\ ±ISIH«©^*ra(*:ic*f LT^O^Slw^lW V 




A,R r R 2 fc«kOT(igE^©^t|5l^*!5. XliO, Stfc 
(iCH 2 T'*-5 0 ] 

c. Bj&<NCNT*5ft&tt©£lifc: 

B*<NCNT*5-ft^tt> (H.J.Petersen) b©J. Med. Chem. , 21, 

773 (1978) KIEifcW&K «fc , XWMtZ Zt&T'ZZo 

c m\Lt=f-i<yK£) ±Ea. T- 
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PDGFfc «fc 5 PDGFggft S E 'J K «fc 0 £ £ fcfflHS©^^ KiSSI" -5 
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mmn mx-it, nmft&^ mmte&^ &t&#. m&&m 
cn^o^WHHRiti^ a»ffli^nti^Ki^ Mfflk *§£*k 

ffi&mtlTl^ mx.li* ?L^> 7K*ttk v;nf v K g 

li-te^o ; LTfcU #Rfik x>7 p >. 7i^>it h 'J * 

LTte, 0fl;LWk v7f;Hr^o-^ # 'J \£-J\,TJl>*-)\,^ aff U fcf 

0**.Wk xf-7'J >iv^v"7^ ?t?'jx^i/>^<j3-;K @<b*l 

$m&ft i'i^tiftillf 6 ft 5 o 

ttz^ ±tmmmit, m^^mmu imam. ^mtwi^maLx 

^»0. 5-50«*%. 0£L<fi. 1-2 0fi«%SSt?*5 o 

«*0*£fc:jeL:TttBH£3*i4*^ 0>J*.(i\ 1-10 Omg/kg ff* L 
< ttl-5 Omg/kg «©iGfflT'*«5, Cft£ 1 B 1 0* fctt*H3fcattT»5 
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m » m 
mil 

mS5nn©2, 6-^tKD + ->7-7^U> (96 1mg) *N, N-y>f;l/ 
*;UATS K (100ml) lc»frLfcfiK (1. 2 4 4 g) £fln 

^filCTUHfLfco 3 O^^yf-Jl/Wai (1. 14ml) ^o<!)iTL 

1 H-NMR (CDC 1 g, 90 MHz) : 6 3. 89 (s, 3H), 
7. 00-7. 18 (m, 4H) , 7. 5 3-7. 7 0 (m, 2 H) 
(FD-MS, m/z) :174 (M + ) 

HWJ2 

6, h*->-4- (6-^ h**/-2-i-7 : f-Jl**i/) ±JJT> 

(1 2) 

4-7DD-6, 7-vM h^v+y U > (7 5mg) LZOm 1 6 - 

* h + y-2-7-7h-;b (174mg) £g£U 1 8 0t)+3 0£W«#L 
fc&> aSS^tt^+IJ-^T-feh^ (2/1) -eS8flt5»Ji>"J*y;l/^ 
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1 H-NMR (CDC1 3 , 90 MHz) : 6 3. 96 (s, 3 H) , 4. 0 
7 (s, 3H), 4. 08 (s, 3H), 6. 53 (d, J = 5. 71Hz, 1 
H) , 7. 18-7. 36 (m, 3H), 7. 56-7. 91 (m, 5 H) , 8. 

5 0 (b r, 1 H) 

VM&fflL CFD-MS, m/z) :36 1 (M + ) 

HWJ3 

6, C2j^tZ±ik±±i^ * J lj > LLP) 

4-* an- 6, 7->M h + v+y U > (4 5mg) £mHfcn n n©j3-:*-7 h 
-Jl (14 4mg) Zm&l, 18 0°C*2^^L^ HifeW 2 £ 
M^J;-oTfii&!U mme>tt&V3*:4 5mg. JR^6 8%T"^o 

1 H-NMR (CDC 1 3 . 90 MHz) : 5 4. 05 (s, 3 H) , 4. 0 

6 (s, 3H), 6. 52 (d, J=5. 28Hz, 1 H) , 7. 27-7. 6 
1 (m, 6H) , 7. 7 5-8. 0 0 (m, 3H) , 8. 5 0 (b r, 1 H) 

M£*fll(FD-MS. m/z) :33 1 (M + ) 

HJ60J4 

6, 7-;nty-4- (7-^ty-2-t7f^t4^y) t;'J> 
(1 3) 

4-^dd-6, h + v+y U > (8 9mg) £rf?iSn n n07-y 

>-2-^-7 h-;b (2 0 9mg) &S£U 1 8 0°C*3 0#lfflilf#LfcSU 
m&m2±mfii<DMftt£^Tm$ll, »lb^5 9mg, Jt££4 1%T 

1 H-NMR (CDC 1 3 , 9 OMHz) : 5 3. 92 (s, 3 H) , 4. 0 
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5 (s, 3H) , 4. 07 (s, 3H) , 6. 54 (d, J=5. 49Hz, 1 
H) , 7. 10-7. 24 (m, 3 H) , 7. 49-7. 91 (m, 5 H) , 8. 
49 (d, J=5. 49, 1H) 
M^tffffi (FD-MS, m/z) : 3 6 1 (M + ) 

H»J5 (#%#]) 

5 1 -^7 

1 H-NMR(CDC1 3 , 90 MHz) : 5 4. 00 (s, 3H), 6. 7 
9-6. 89 (m, 2H), 7. 3 0-7. 4 8 (m, 2 H) , 7. 69-7. 
9 0 Cm, 2H) 

(FD-MS, m/z) : 1 7 4 (M + ) 

6, 7-^l>^->-4 - (5-> b*i/- 1 -t7f;^t-» t;'J> 
(1 1) 

4-?oa-6, 7-y> h + y+7'J> (8 5mg) £ Hlfefl&J 5 mfc 5 - 
> F + y-l-t7h-^ (6 7mg) £g£U 1 8 0^+2 0^ra«^L^ 
^ ^*«2i™©JMtK < koT«ll!U mmoit&mZl 9mg. JK^l 4 

1 H-NMR (CDC 1 g, 90 MHz) : 5 4. 04 (s, 3 H) , 4. 0 
8 (s, 6H), 6. 31 (d, J=5. 27Hz, 1 H) , 6. 83-6. 9 
2 (m, 1H) , 7. 3 4-7. 6 1 (m, 4H) , 7. 7 5 (s. 1 H) , 
8. 2 0-8. 2 9 (s, 1H), 8. 43 (brs, 1 H) 
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fi^tfrl (FD-MS, m/z) :36 1 (M + ) 

mmmi 

6, h^->-4- (4-^ > K'J;m-^'» 4-y u > (i 7) 

4-^dd-6, 7->M h + v+y 'J > (1 1 2mg) £OT D n n ©4-t K 
n*W>K-;b (2 0 0mg) £il£U 18 0W3 0^ra^Lfc o RE 

I^^nn*il/A/^ixf;b (3/1) T'jgpit -5 MM i/ ] ) ti Y Jl 2 v ■? Y¥ 

1 H-NMR (CDC 1 3> 90 MHz) : 6 3. 95 (s, 3H), 3. 9 
6(s, 3H) , 6. 08-6. 13 (m, 1H), 6. 35(d, J = 5. 2 
8Hz, 1H) , 6. 8 3-6. 9 3 (m, 1 H) , 7. 2 9-7. 4 5 (m, 
5H), 7. 62 (s, 1H), 8. 40 (d, J=5. 05Hz, 1 H) 

I1MKFD-MS, m/z) :3 2 0 (M + ) 

6, 7-^^^y-4- (3, ^-/7xy^-» ^'J> (8) 

4_/ 7nn _ 6j b + i/+y U > (9 Omg) iHT|g n n n0 3, 

y h + i/7 i y-;U (18 7mg) £M£U 18 0°C^3 0^rHm^L^ 

U ^jg<^t£^£2 6mg. JR*1 9%T*§*: 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 8 7 (s, 3 H) , 
3. 93 (s, 3H) , 4. 05 (s, 3 H) , 4. 06 (s, 3 H) , 6. 4 
5 (d, J=4. 9Hz, 1H), 6. 75 (dd, J=2. 4Hz, 9. 2H 
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z, 1H) , 6. 75 (d, J=2. 4Hz, 1 H) , 6. 93 (d, J = 
9. 2Hz, 1H), 7. 42 (s, 1 H) , 7. 57 (s, 1 H) , 8. 48 

(d, J=4. 9Hz, 1H) 

K*#M(FD-MS, m/z) :34 1 (M + ) 

H»J9 

6, 7-^7 h**>-4- (6-^7 'J;U^-» 4V U > (1 5) 
4-^oa-6, 7-^7 h4-->+7 U > (9 Omg) t^ffi£h<D6-t Kn 

+*>+yj> (i7 6m g ) %&mu mmm8 tmm®m*T*Kfoio±tfmw. 

tZZtlz£iomM<D4t&Va&6 2mg N $$4 6%Tl#^ 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 4. 05 (s, 3H), 
4. 06 (s, 3H), 6. 56 (d, J = 5. 5Hz, 1 H) , 7. 44- 
7, 6 2 (m, 5H) , 8. 1 3 (d, J = 8. 5 Hz, 1 H) , 8. 2 2 (d, 
J =9. 2 Hz, 1H) , 8. 5 3 (d, J =4. 9 Hz, 1 H) , 8. 9 4 
(d, J=4. 3Hz, 1H) 

MfeWrffi (FD-MS, m/z) : 3 3 2 (M + ) 
HWJ 1 0 

6, 7-^^y-4- (3-7Md7xM-» 4-7 'J > (4) 

4-*dd-6, 7-^7 h*S/*7 U> (1 0 Omg) trUSSS® 3 -"7;l> 
*D7i;-;K0. 2 0ml) 1 8 0r*3 0£Pajt#Lfc o RJE 
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1 H-NMR (CDC1 3> 500 MHz) : 6 4. 04 (s, 3H), 

4. 06 (s, 3H), 6. 56 (d, J=4. 9Hz, 1H), 6. 93 (d, 

J=9. 2Hz, 1H), 6. 9 5-7. 0 5 (m, 2 H) , 7. 39-7. 4 

5 (m, 1H), 7. 4 7 (s, 1 H) , 7. 5 0 (s, 1 H) , 8. 5 3 (d, 
J =4. 3Hz, 1H) 

MbMrtt (FD-MS. m/z) :2 9 9 (M + ) 

HJ60J1 1 

6, 7--^n^->-4- (3-b F'p^->7x;^-» *y U> (5) 
4-^oo-6, 7-y> h + ->+yj> (3 0 0mg) trffRSOl/vOUv' 
>^y74rr-b (0. 8 3 5ml) *fi£U 18 0W3 0^F»Lfco 

^3 7rag, iR^9%T^fc 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 4. 01 (s, 3H), 
4. 02 (s, 3H), 6. 48 (t, J=2. 4Hz, 1 H) , 6. 59 (d, 
J=5. 5Hz, 1H), 6. 77 (dd, J=2. 4Hz, 7. 3Hz, 1 H) 
, 6. 82 (dd, J=2. 4Hz, 8. 6Hz, 1 H) , 7. 33 (t, J = 
7. 9Hz, 1H), 7. 39 (s, 1H), 7. 47 (s, 1 H) , 8. 40 
(d, J=5. 5Hz, 1H) 
Ii3)lfrffi (FD-MS, m/z) :2 9 7 (M + ) 
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mmmi 2 

6, 7-^^y-4 - (4-7a^7x^-» * J U > (7) 
4-? no- 6, 7-^^ h + U> (1. 0 0 g) iOT^C^-yn 
^x;-A (1 1 5mg) *fi£U 1 8 0°C+4 0^tt^L^ o 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 4. 04 (s, 3 H) , 
4. 05 (s, 3H), 6. 48 (d, J=4. 9Hz, 1 H) , 7. 08 (d, 
J=8. 5Hz, 2H), 7. 43 (s, 1H), 7. 51 (s, 1 H) , 
7. 58 (d, J=8. 5Hz, 2H), 8. 51 (d, J=4. 9Hz, 1 H) 
SS*##flil (FD-MS, m/z) : 3 5 9 (M + ) ,36 1 (M + +2) 

H»J1 3 

6, 7-^ht'>-4- (2-/^y7x/^y) ±JJ)Jy (1) 
4 -7 an- 6, 7 - >^ h + >J > (1 0 2mg) im3Sn a n©2-^ h 
+ > >7x;-jK0. 5ml) 1 5 0^*8l^lt#Lfco 

7 6m g> OT5 4 96T»fco 
1 H-NMR (CDC 1 o. 90 MHz) : 5 3. 78 (s, 3H), 4. o 



WO 97/17329 



5 0 



PCT/JP96/03229 



5 (s, 3H), 4. 05 (s, 3H), 6. 31 (d, J=5. 3Hz, 1 H) 
, 6. 9-7. 4 (m, 4H), 7. 42 (s, 1H), 7. 63 (s, 1 H) , 
8. 4 5 (d, J =5. 3Hz, 1 H) 
KS^W (FAB-MS, m/z) :3 12 (M + +l) 

6, 7-v7^y-4- (3 - / Y*v7 ± J * J \) y (2) 
4-^nn-6, 7-vy h + ->+y »J> (1 03mg) t rUKS,® 3 - ^ h 
^>7*y-;b (15 8mg) £2Ii§rU 1 6 0 o C*9f§r a TO$L^ o 

1 H-NMR (CDC 1 3 , 9 OMH z) : 5 3. 8 2 (s, 3 H) , 4. 0 
4 (s, 3H), 4. 05 (s, 3H), 6. 53 (d, J=5. 3Hz, 1 H) 
■ 6. 7-6. 9 (m, 3H), 7. 35 (t, J=7. 0Hz, 1 H) , 7. 
43 (s, 1H), 7. 54 (s, 1 H) , 8. 50 (d, J=5. 3Hz, 1 
H) 

^Mfttirm (FD-MS, m/z) :311 (M + ) 
5 

6, 7-v>-y h^->-4- (4-y b**>7*;*» *j y > (3) 
4-^od-6, 7 -it* b* ; s*J U > (1 0 3ms) tmifc&tZM-y h 
+ (2 8 6mg) £M£U 1 5 0T*6B#r H m^L/z o 

^£f&ftimfc$^HJ *A7Krt&-?*fnL*:&. *£B1«^?-;UT£iiu # 
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%&2. 2 1 g. JR$8 8%T*#fc 0 

1 H-NMR(CDC1 3 , 90 MHz) : 6 3. 85 (s, 3H), 4. 0 
5 (s, 3H), 4. 05 (s, 3H), 6. 41 (d, J=5. 3Hz, 1 H) 
, 6. 97 (d, J=9. 5Hz, 2H), 7. 14 (d, J=9. 5Hz, 2 
H) , 7. 43 (s, 1H), 7. 58 (s, 1 H) , 8. 46 (d, J=5. 
3 Hz, 1H) 

(FAB-MS, m/z) :312 (M + +l) 



n»j 1 6 

6, 7-^h^->-4- (5-*y > (14) 

4-^op-6, 7-y^ Y* : s*J U > (5 Omg) trffftS05-t Kn 
+ i/+y>J> (5 Omg) £jl£U 17 0Wl0^P»Lt o RiKfi^tt 

*L-c?ifcgiai*^+-b->/ftiiif-^ (i/i) -eswau mi:^dd^a 

(50/1) T?SBat«aMI'>"J*y;l/^D^h^7>f-{c«kt) 

X H-NMR (CDC 1 3 , 90 MHz) : <5 4. 06 (s, 3H) , 4. 0 

7 (s, 3H), 6. 35 (d, J=5. 3Hz, 1 H) , 7. 2-7. 5 (m, 

3H), 7. 68 (s, 1H), 7. 7-8. 4 (m, 3 H) , 8. 46 (d, 

J=5. 3Hz, 1H), 8. 49 (dd. J = l. 76Hz, 4. 17Hz, 
1H) 
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(FD-MS, m/z) :3 3 2 (M + ) 

1 7 

4-^od-6, 7-vV h + i/+y U > (9 7mg) irtfHSS© 1 -^"7 h 
(3 4 Omg) £S£U 1 5 Ot* 8B#lffl«# L/c 0 S^S^^tS^ 

fc?|^£^4-^>/S^xf-;b (3/1) -CSH8U ^od^I/A/^;-;i, 
(1 0 0/1) «t^^W7A?o7h/77^ -K.kOfifiULs 

mk^^/s^x^ (l/i) x-mMtzmmi'Vij'fJUrwhy?? 

1 H-NMR (CDC 1 3 , 90 MHz) : 5 4. 0 5 (s, 3H), 4. 0 
5 (s, 3H) , 6. 32 (d, J=5. 3Hz, 1 H) , 7. 2-7. 6 (m, 
5H) , 7. 7 4 (s, 1H), 7. 8-8. 0 (m, 3H) , 8. 3 5 (d, 
J = 5. 3Hz, 1 H) 

IMM (FD-MS, m/z) :33 1 (M + ) 

mmm 1 8 

6, Y*v-4- (5->T > KU^^'» 4V_U> (16) 

4-7ao-6, r + v'+ytf > (1. 0 g) irffBRn^O 5 - t Ko 

+ W>K-A(1. 19g) *&£U 150°C4U. 5mrWa»Lfco R£ 
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1 H-NMR (CDC 1 g, 90 MHz) : 6 4. 05 (s, 3 H) , 4. 0 

7 (s, 3H), 6. 42 (d, J=5. 3Hz, 1 H) , 6. 5-6. 7 (m, 

1H), 6. 9-7. 6 (m, 5 H) , 7. 67 (s, 1 H) , 8. 44 (d, 
J = 5. 3Hz, 1 H) , 8. 5 5 (b r, 1 H) 
MbWNS (FD-MS, m/z) :3 2 0 (M + ) 

H»J1 9 

6, - (3-y h^->7^-^^^-) 4^7 y (l 1 7) 

4-^ no- 6, h + v/+7 D > (5 Omg) imig D n p©3-^ 

i"0-b?>f-*-;U (7 7mg) £il&U 1 8 0°C+3 0 fi>Mi*# L fc Q mM 

mi s mmoumcz-o-zmmu »^«7 2m gN jr$ioo%t- 

1 H-NMR (CDC1 3 , 90 MHz) : 6 3. 79 (s, 3 H) , 4. 0 
1 (s, 3H), 4. 03 (s, 3H), 6. 84 (d, 3 = 4. 8Hz, 1 H) 
. 6. 9-7. 5 (m, 6H), 8. 45 (d, J=5. 1Hz, 1 H) 
KAfttfrig (FD-MS, m/z) :3 2 7 (M + ) 

H»J2 0 

6, 7-vMh4->-4-(4-y h^^7^-;Uf-yf) 4-7 'J > (118) 
4-^pd-6, 7-^f + WJ> (5 0mg) im^O 4 - ^ H4- 
v^>-tf>?-*-;U (6 3mg) £S£U 1 5 0°C* 5^1^ Lfz 0 H«J 

80mg N JK$100 %T~mtz 0 
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1 H-NMR (CDC 1 g, 90MHz) : 5 3. 88 (s, 3 H) , 4. 0 
3 (s, 3H), 4. 05 (s, 3H), 6. 60 (d, J=4. 8Hz, 1 H) 
, 7. 15 (d, J =8. 7Hz, 2H), 7. 38 (s, 1H), 7. 39 
(s, 1H), 7. 52 (d, J=8. 8Hz, 2 H) 8. 39 (d, J=5. 
1Hz, 1H) 
I1MKFD-MS, m/z) :3 2 7 (M + ) 

nwj2i mm\) 

miSfo© 4 --70^7^7-;!/ (1 7. 3g) N-i>7f/l/^A7^ 
K (9 0ml) fcSIPLfc8U *^T7K*fb^ h 'J ^ (2. 6 4 g) Ztintto 
m&TKT-mnW'&, ?DD^Wf;H-fA (8. 3 5ml) £jQ;l N 

&I&18. 2 5g^$8 4^ifcc 

1 H-NMR (CDC 1 3 , 9 0MHz) : 5 3. 4 6 (s, 3 H) , 5. 1 
3 (s, 2H), 6. 91 (d, J=9. 2Hz, 2 H) , 7. 38 (d, J = 
9. 2Hz, 2H) 

KM##riI (FD-MS, m/z) :216 (M + ) , 218 (M + + 2) 

4- h U -n-y^-Jl^-y- 1 -i h4->yf;l/7x7-;b 
%im\2 lT?»fc4-7*D*-l-y h + ^f^7x;-Jb (15. 9 9 g) 
*«i*fb7tKn77> (2 0ml) KjglSPU T;bn*>|?ffimTrfJ|Sn a D©v 
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y**/*jtj6i% (i. 9 7 g) ^tia^ m^avmomfcTb^t kd7 7>^ 
mzimmz.zz.tic£^TEj&zm($zitt: 0 ^n^^u kiss 

^W^fcM^ fh7tKn77> (10ml) Lfcmfi&S© 

^bhU-n-yf-^X (2 3. 9 9 g) £#o< t)tiTLfc 0 41$ 
Palit^ KJCS£Jfel£ 5 %£ftT >^->7 ATK^&i ? n d 7ts)lAV&m U 

* o n * jiAmzmymm-? y* > * a« l msrmm^t zzt 

JwJ:t)a«©^^ft*3 1. 3 9 g^ JRspl 0 0%T^/; o 

1 H-NMR (CDC 1 3 , 9 0MHz) : 5 0. 8 0-1. 6 5 (m, 2 7 
H) , 3. 48 (s, 3H), 5. 17 (s, 2 H) , 6. 91-7. 42 (m, 
4H) 

WMftmm (FD-MS, m/z) : 4 2 8 (M + +l) 

HWJ2 3 (###J) 
4 - L F'p^->7x- ;l/ 4 - h 'J 7Md^ f;b7x- ;U >r h > 
mmm2 2T|#^4- h 'J-n-7'f-;bf->-l h + y^Wx;-^ 
CI. 2 8 2 g) imflSn n n©4- (b'j7;l/tD>f;l,) <>7>f;l^n>J K 
(6 2 6mg) =&7Dut>W (5ml) ic?gft?U mflfoS© t*x (hU7x- 
;U*X^ » a'7-^7A (II) ?d>J K (8mg) £AtU 5tifffl&ffiltz 0 

*w-7^s/^A-z?(6iiLfco «ffr«a«ff*ai-»e.nfcsaE u. 028 

g) £xh5fc Kd77> (2ml) izmmZ-&> 7K (5ml) <h6N&ifek» 
m (1 2 m 1 ) £Ju*-C4. SNrNHBfcLfco RlSfi£«l£ISfDifift:*- h U uA 
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WMfttfrW (FD-MS, m/z) :26 6 (M + ) 

(4-h'J7;^pyf^7x-;l/) {4- [(6, ?-y7hty-4-t 
I UjOQ jhfrvj 7x-iH y > (2 9) 

4-?dd-6, 7-y> h*y+;'J> (81mg) £HWJ2 3TW;4 

zm&u i 8 o°c^2 o^mmwLtz^ ^^m^^-^y/r^vy 

(2/1) TM^1-^^l->';^y^^nvh^77^-iii«9ffi^Ls ^jl© 

1 H-NMR(CDCl 3 , 500 MHz) : <5 4. 0 3 (s, 3 H) , 4. 
06 (s, 3H), 6. 68 (d, J=4. 9Hz, 1H) , 7. 29 (d, J 
= 8. 5Hz, 2H), 7. 46 (s, 1H), 7. 47 (s, 1 H) , 7. 7 
8 (d, J=7. 9Hz, 2H), 7. 91 (d, J=7. 9Hz, 2H), 
7. 94 (d, J=9. 2Hz, 2 H) , 8. 59 (d, J=4. 9Hz, 1 H) 
ItMKFD-MS, m/z) :4 5 3 (M + ) 

^»J2 5 (#%W 

4 - b Kd4-'>7^— ;l/ 4 -/• f^7x- ;b 
HWJ2 2T^fc4- h U-n-y^;U^>-l -/ h + ->/f^7xy-^ 
(1. 2 8 2 g) tmm^nOA- YMJfrtu U K (4 6 4mg) £y-oo* 

(5ml) {C7§j|?U rfJggrSCD tlX (hij7x^*X7^ » '^V^U 

(ID 7oiJK(8mg) £AtU 8B#r^ML/i 0 SlSM£^£|l|»iJ 2 3 £ 
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L/: 0 MTW^i^I (9 6 7mg) ^rh7tFo77> (0. 5 
ml) \z®MZ&, 7K (4ml) t6Nim*mm (10ml) £#0*.T 7^1 

lmg, iR$3 4%T''&tz 0 
«»##rffi (FD-MS, m/z) :2 12 (M + ) 

6 

{4- [(6, 7-vV h*->-4-*>"J;U) *±jA 7x-;U} (4-y 
^;U7x-;b) y 9 J y (3 0) 

4-^ no- 6, 1- ! J* h*->*;'J> (8 9mg) £ H»J 2 5 TfWfc 4 
-tKa + ->7x^ 4-^f;b7x-Jb (2 4 8mg) 

lsor^io 1 mmm 2 At mm<o^m rmut ^ciia^ 

&&<D<k&til£l 1 8mg, ®.mi 4%T~mtz 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 2. 45 (s, 3H), 4. 
03 (s, 3H) , 4. 06 (s, 3H) , 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2H), 7. 30 (d, J=7. 9Hz, 
2H) , 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 74 (d, J=7. 
9Hz, 2H) , 7. 91 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J = 
4. 9Hz, 1H) 
K»£#flfc(FD-MS, m/z) :3 9 9 (M + ) 

H»J2 7 

(1. 2 8 2 g) imiSn D D©3-^oaK>vV;U^o'J K (5 2 5mg) 
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ddWA (5ml) izmmL OT°D©t*X ( h 'J 7x-i^X7-f » 
•^•7 A (II) ?oD K (8m g) *A*U 7 B^SbS L /c 0 R&M&fo&mkm 

AT-ffi«L5to ^T£«®£'&^fcH?I (1. 9 1 4 g) Oft, -SB (1. 5 
6 3g) fcffitK fh7tFD77> (1ml) tK (7ml) £6 

Ni!fiiteK*tt (17ml) £in*T8B#PMffiL*: 0 SC>^^HWJ2 3 t 
l5l^O^-ST«L. «JB©<b^«B*3 1 3 m g, |R$2 2%Ti#/; 0 
MbWfffiCFD-MS. m/z) :2 3 2 (M + ) 

H»J2 8 

(3-?P07x-;t/) {4- [(6, ^ 
->] 7x-;b) y > (3 1) 

4-^dd-6, 7-y7^y+/'J> (8 9mg) £H»J2 7Ti#*:3 
-?oD7x-ib 4-tFo + ^7x^ ^rh> (2 7 9mg) 
1 8 0 2 0 ftf&fflft L fc 0 ^JfeW 2 4 i Tiffin 5 C t K «fc t) > 

^SOft^^S 7mg. iR^4 

1 H-NMR (CDC 1 3> 500 MHz) : 6 4. 05 (s, 3 H) , 4. 
01 (s, 3H), 6, 71 (d, J=5. 5Hz, 1H), 7. 31 (d, J 
= 8. 5Hz, 2H), 7. 51 (s, 1 H) , 7. 69 (s, 1 H) , 7. 9 
4 (d, J=8. 5Hz, 2H), 8. 12 (s, 1 H) , 7. 3 7-8. 03 
(m, 4H) 

K*£flflH (FD-MS, m/z) :419(M + ) 
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mmm2 9 mm\) 

rf:SSn n n ©- hn^ $y (5m 1 ) 4\ mH£n D n©7-7-Jb (5 4 lmg) irfT 
Bg D n o©4- t -yf-;UK>WJU^o ij K (9 8 3mg) <tmi£n n n©X# > ^-j? 
A(III) h "J 7;M-oy £ h (4 9 2mg) £#n;U 6 0°CicT2 

£8 6 2mg, K$6 4%tr^o 
KftfrtfHI (FD-MS, m/z) :2 6 8 (M + ) 

4-t-7 J fj|/7x-;i/ 4-bKn^y7x-;l/ »h> 
^»J2 9T:1#/c4- t -?3-)l7*-Jl 4-/^~>7x^ yh> 
(8 6 2mg) £N, N-y7f^t«;l/i,7; K (3 5ml) KjgJBU * h U 
^At^ h*->K (5 6 2mg) £Jo;U T^>£HflT3B#r H 1iIftt L/c Q 

7 9 4m g> JR$9 7%T^fc 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1 . 36 (s, 9H) , 
6. 92 (d, J=8. 5Hz, 2H), 7. 49 (d, J=8. 6Hz, 2 H) 
, 7. 72 (d, J = 7. 9Hz, 2H), 7. 79 (d, J=8. 5Hz, 2 
H) 

ft^fi (FD-MS, m/z) :2 5 4 (M + ) 
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HWJ3 1 

(4- t -7?-;1/7:e-;U) {4- [(6, 7-y7h^->-4-^yj^) 
*±js\ 7x-;b} *5 Jy (32) 

4-^on-6, h*v*y D > (3 4 lmg) £H«J 3 0 Tit*: 

4- t -7f-;U7i^Jb 4-tKD + y7i^ *r V > (7 7 5m g) 
£U 1 5 0°C*1 5^FWLf: 0 ^+-y->/T-fe h >rMmtZ is U 
*7A^dv^77^ -(CkOflWIU mm<Dit&®}&7 2mg N JR^l 1% 

1 H-NMR (CDC 1 3> 500 MHz) : 51. 38 (s, 9H), 4. 
04 (s, 3H) , 4. 06 (s, 3 H) , 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2 H) , 7. 45 (s, 1 H) , 7. 5 

0 (s, 1H), 7. 52 (d, J = 8. 5Hz, 2 H) , 7. 78 (d, J = 
8. 6Hz, 2H), 7. 94 (d, J=8. 6Hz, 2 H) , 8. 57 (d, 
J=4. 9Hz, 1H) 

MM&Vrm (F AB-MS, m/z) :4 4 2 (M + +l) 

n«j3 2 mnm 

4-H7x-;l/ 4-^ h^->7x- Jl frh> 

mRgo n n O- h □ * $ y (5 0ml) lft®LFn(DT-J-Jl (3. 2 4 4 g) 

1 rfJlSnn© 4 - 7 x -rjlxs > W ^o'J K ( 6 . 5 0 0 g) imHRiSO'f yf 
;Ut*«7A (III ) h'j7Mo^>7M4-h (1. 86 1g) ^Jd^ 

6 0 °C 2 4 Nplffllt^ L tz 0 RjEfi£tt£* i^no* ;1/ A T?£iS8U * d a 
*Jl/A«*^il»v^->^AT?|^L«BET^ff*LT»fc^ (9. 8 
4 2g) cd— g|5 (1. OOg) ^4-^>/T-feh>t?J8BB"t-S'>y*y 
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1 H-NMR (CDC 1 g, 5 0 0MHz) : <5 3. 9 0 (s, 3H) , 6. 
98 (d, J =8. 5Hz, 2H) , 7. 40 (t, J=7. 3Hz, 1H) , 
7. 48 (t, J=7. 3Hz, 2H), 7. 65 (d, J=7. 3Hz, 2 H) 
, 7. 76 (d, J=8. 6Hz, 2 H) , 7. 85 (d, J = 8. 5Hz, 2 
H) , 7. 8 7 (d, J =9. 2Hz, 2H) 

K*#flflg (FD-MS, m/z) :2 8 8 (M + ) 

H»J3 3 

^WJ3 2T"Hfc4-t'7 i -;l' 4-/ K->7i-A ^h> (2 6 7m 

g) £N, N-^yf-;u^;UA7^ K (2 0m l ) ciiL, ± h y 
h*->K (16 2mg) £in*., 7^^>»BB^T3^HilflELfco SlSfi^fe 
£1 0%'J >®?7fc®&<hg^i7^UT5MIU S£S?xf-;HI£0. 5N5iti£$7k 

>/^fxf-^«t 5 •> 'J 7 A ^ D7 h ^7 7 ^ - tf i 

1 H-NMR (CDC 1 g, 500 MHz) : d 6. 91 (d, J =8. 5H 
z, 2H) , 7. 43 (t, J = 7. 3Hz, 1 H) , 7. 52 (dd, J = 7. 
3Hz, 7. 9Hz, 2H), 7. 70 (d, J=8. 5Hz, 2 H) , 7. 7 
5 (d, J = 7. 9Hz, 2H) 7. 77 (d, J=7. 9Hz, 2 H) , 7. 
8 3 (d, J = 7. 9H z, 2H) 

Wmftftm (FD-MS, m/z) :2 7 4 (M + ) 
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H»J3 4 

{4- [(6, h*'>-4-*>"J;U) 7x-;U} (4-fc* 

7x-ii) y ^/ > (3 3) 

4-^od-6, h + ->^y U y (6 5mg) tHJfe^J 3 3 4 

-t'7x-;l. 4-tKo+y7x^ ^ b> (7 9mg) feil^U 1 8 0 
t*3 0^»Lfc o Rfcm&®Z9vv*)\,i>/ttmx.?-ji (i o/l) -e 

sis-r « v/ u * y ;b ^ o ? b ^5 7 - {i «k o ffi» l . mm<Dik&®jz 5 0 

mg N iR$3 7%r-ntz 0 

1 H-NMR (CDC 1 3> 90MHz) : 5 4 . 11 (s. 3 H) , 4. 1 
4 (s, 3H) , 6. 7 4 (d, J =5. 3Hz, 1 H) . 7. 3 0-8. 0 9 
(m, 15H), 8. 65 (d, J=5. 3Hz, 1 H) 
Si^fi (FAB-MS, m/z) :4 6 2 (M + ) 

H»J3 5 <&%90 
4-y ^'>7x- ;l/ 2-j-7f-;U »h> 

miSn D nO^ hoy ^> (10ml) rffJRS©7-V-;U (1. 0 8 1 g) 
imS5n D n ©2-^-7 h^f^o'J K (1. 9 0 6 g) i«0-f yf;H:'7A 
(III) h'j7;bto>^>x;^^-h (6 2 0mg) 6 0°C{iT8 

^tt it ^ -> ^ f ;w 7 a ^ n 7 7 7 < - k u mmoits 

tl£8 1 7mg. iK^3 1%-emtZo 

1 H-NMR (CDC 1 g, 500 MHz) :<53. 89 (s, 3 H) , 6. 
98 (d, J = 9. 2Hz, 2H), 7. 53 (t, J = 8. 6Hz, 1 H) , 
7. 58 (t, J = 9. 2Hz, 1H), 7. 8 6-7. 9 3 (m, 6 H) , 8. 
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2 1 (s, 1H) 

(FD-MS, m/z) :2 62 (M + ) 

»J3 5rf|/:4-^ h + y7x^ ^h>(7 3 5mg) 

N-^f;^M7; K (20ml) fc^ft?U i-hU^A^^ 
->K (4 9 1mg) £fln*. N T;m*>1?fflmT5B#^ilML^o SC^^H 
»J 3 3 £ o T^St -5 C £ K «fc f) x mmofc&to* 5 9 5mg, 

1 H-NMR (CDC1 3 , 500 MHz) : <5 6. 93 (d, J = 7. 6H 
z. 2H), 7. 61 (t, J = 7. 0Hz, 1 H) , 7. 67 (t, 3=7. 
3Hz, 1H), 7. 74 (d, J = 8. 5Hz, 2 H) , 7. 78-7. 80 

(m, 1H), 8. 02-8. 10 (m, 3 H) , 8. 25 (s, 1 H) 

M&Vm (FD-MS, m/z) :2 4 8 (M + ) 

mmm 3 7 

{4- [(6, 7-yy t^y] 7x_;M (2-j- 

Zf2k) (34) 

4-* an- 6, 7-vM h*->*y U > (1 1 2mg) iH»J3 6«: 
4-tKD + y7x-A 2-^-7^;U (124mg) 18 

o°c*3 o^mmnttzo mx&^*tmm*Mi- b u 7A*Mi^oo 

S£&*#t>*lrt:g|at (2 2 7mg) (5 Omg) ?dd*u/ 

^ x ^;b (5/1) T-S^-rsSBi/U^yVb^D^h^^^-tctoit^ 
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1 H-NMR (CDC 1 3 , 90MHz) : 6 4. 0 5 (s, 3 H) , 4. 0 
7 (s, 3H), 6. 70 (d, J=5. 3Hz, 1 H) . 7. 35 (s, 1 H) 
, 7. 4 8~7. 90 (m, 5H), 7. 96-8. 05 (m, 6H) , 8. 2 
9 (s, 1 H) , 8. 6 0 (d, J = 5. 3Hz, 1 H) 

Steffi (FAB-MS, m/z) :4 3 6 (M + +l) 

HWJ3 8 (##0D 

miRSi©- ho^> (10ml) mgSD a a ©7- v -;u ( 1 . 0 8 1 g) 
irfaggSiO 2 -T-y -Y^^ n 'J K (1. 4 6 6 g) iffi D a n®^ 7T ^t^A 
(HI) hU7Mo^>x^^-h (6 2 0mg) ^Jn^-s 6 0°C{wT8 

t)s £«©fl;£4&*9 6 5mg. iR^4 4%T^ G 

1 H-NMR (CDC 1 3> 5 0 0MHz) : 6 3. 8 9 (s, 3 H) , 6. 
98 (d, J=8. 5Hz, 2H), 7. 16 (dd, J=3. 7Hz, 4. 9 
Hz, 1H), 7. 64 (d, J=3. 7Hz, 1 H) , 7. 68 (d, J=4. 
9Hz, 1H), 7. 90 (d, J=8. 6Hz, 2 H) 

M£tJHt (FD-MS, m/z) :218 (M + ) 

HWJ3 9 

H»J3 8ti^4-> h + ^7i-;b 2-f-x-;U ^rh> (8 04mg) 
*N, N-i?/1-)l*)\sA7 ; K (30ml) fcfcHU * r U ^A^^-y 
vK (6 4 5mg) Ztiaz^ T )l^y^m%yb^mMLfz 0 m£M&b*% 
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mm 3 3tmm<D%mzvt^TAwu wm^j^m^Mymm^^^^^T' 

*7A^7h/77^-7»l!t5:ii:J:^ 02mg, 

1 H-NMR(CDC1 3> 500 MHz) : 56. 84 (brs, 1H), 
6. 93 (d, J=8. 5Hz, 2H), 7. 14 (dd, J=3. 7Hz, 4. 
9Hz, 1H), 7. 64 (d, J = 3. 7Hz, 1 H) , 7. 68 Cd, J = 
4. 9Hz, 1H), 7. 83 (d, J=8. 5Hz, 2 H) 
H*&Vm (FD-MS. m/z) :2 0 4 (M + ) 



H«J4 0 

{4-[(6, 7-^yht^-4-^'J^) 7x-;b} (2-f- 

x-AQ (3 6) 

4-* on- 6, >J > (1 1 2mg) iH^J3 9tHfc 

4-tKo+->7x-;l/ 2 -fxzjb ^rh> (102mg) 16 

o w 4 o l /c 0 2 4 1 mm^-mr-mmt 

X H-NMR (CDC 1 3 , 500 MHz) : 6 4. 04 (s, 3H), 4. 
07 (s, 3H), 6. 65 (d, J = 5. 5Hz, 1 H) , 7. 20 (dd, 
J=3. 7Hz, 4. 9Hz, 1 H) , 7. 29 (d, J=8. 5Hz, 2 H) , 
7. 47 (s, 1H), 7. 49 (s, 1 H) , 7. 70 (d, J=3. 1Hz, 
1H), 7. 75 (d, J=4. 9Hz, 1 H) , 8. 00 (d, J=8. 6H 
z, 2H) , 8. 58 (d, J = 5. 5Hz, 1 H) 
MfeWfli (FAB-MS, m/z) :3 9 2 (M + +l) 
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HWJ4 1 

(4-^aa7x-^) {4- [(6, 7 h^->-4 'J;b) ^ 
•>] 7x_;b} 19 ; > (3 7) 

4-?oo-6, 7-^Ry^;'J> (1 1 2mg) iflfn0 4- ^n 
D7i-i 4-kKn*i/7z-;l/ ^rh> (3 4 9mg) 180 
•0*2 0£Rfl«#Lfco ^l^^p^;bA/iixf^ (5/1) T-Jg 
5 if Ji 'J *7 W * d v h ^ 7 "7 * - Id £ 19 ^ L , mm<D 2 6m 

g> JR*1 2%T*%tz 0 

1 H-NMR(CDC1 3 , 90 MHz) : 5 4. 03 (s, 3H), 4. 0 
7 (s, 3H) , 6. 6 6 (d, J =5. 3 Hz, 1 H) , 7. 19-7. 3 4 
(m, 2H), 7. 44-7. 56 (m, 4 H) , 7. 71-7. 99 (m, 4 
H) , 8. 5 8 (d, J =5. 3Hz, 1 H) 

mmftvtm (fd-ms, m/z) : a i 9 (m + ) 

(4-7;^D7x-Jb) {4- [(6, ^-/-4-^;'J^) t 

±is] 7x-i} y^y > (3 8) 

4-?nn-6, 7 - >M h U> (1 1 2mg) t rPIRS © 4 - 7 ;U 

tD7x^b 4-tFa + > >7x-;l' Vh> (3 2 4mg) 17 
0°C*2 O^Wll»Lfco Kl£fi£*F*l8fc0J4 1 i^o^ST-filSil-SCi 
K£0> ««©{b^«9*l 1 4mg. 1R^5 l%T*%tz Q 

1 H-NMR (CDC 1 3 , 500 MHz) : <S 4. 04 (s, 3 H) , 4. 
07 (s, 3H), 6. 65 (d, J=5. 5Hz, 1 H) , 7. 18 (d, J 
= 8. 5Hz, 1H), 7. 20 (d, J=8. 5Hz, 1 H) , 7. 27 (s, 
1H), 7. 28 (s, 1H), 7. 47 (d, J=8. 5Hz, 2 H) , 7. 
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86 (d, J=8. 5Hz, 1H), 7. 88 (d, J=8. 5Hz, 1 H) , 
7. 90 (d, J = 8. 5Hz, 2 H) , 8. 58 (d, J=4. 9Hz, 1 H) 
JtM&Vrm (FD-MS, m/z) :4 0 3 (M + ) 

mfaM4 3 

{4- [(6, 7-y'nty-4-^;'J;l') t^->] 7x^b} (7*- 
AO > (3 9) 

4-^op-6, 7-vV h + f+y 'J > (9 lmg) irfjlfoS® 4 - b Ko 
W>77x;> (2 4 3mg) £ffi£U 1 8 0*C* 3 0#IH«#Lfc o S 

{ss^^n^j 3 1 ifsifi©^T^-r-5» c i la t>, mmcDits®}* 3 8 

mg N JR^2 4%T-|#/c 0 

X H-NMR (CDC 1 3 , 90MHz) : 5 4. 03 (s, 3 H) , 4. 0 
5 (s, 3H), 6. 66 (d, J=5. 3Hz, 1H), 7. 31-7. 99 
(m, 11H), 8. 57 (d, J = 5. 3Hz, 1 H) 
MbWrffi (FD-MS, m/z) :3 8 5 (M + ) 

H»J4 4 (#%fl|) 
3, 5-i?/ h*is MaX> 
7-b h- h'j;K2 0 0ml) {CrfTBSiFn©^ ->y -;U (5. 7 7 g) tlffi 
i^yfA8« (8. 47ml) i^'J^i, (12. 3 g) £fln*.T, 
2 . 5 B#r£iEdfE L tz 0 tf\ ? n n *;UAT-#iIi& N * n p 

*j\, i±mzm*mm. •? ^ ? l ^ 0 «E~rcsj«s£&£ ^titzmmz 

^t>/ftixf;b (5/1) 1?SH1--5«>';/7y;U*5A^D^hr57>f 
-•eiHt^Ciia^ mm<D{t&®£5. 0 4g. lR$8 2%Tifc 0 
1 H-NMR (CDC 1 3 , 5 0 0MHz) :<52. 30 (s. 3 H) , 
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3. 76 (s, 6H), 6. 30 (s, 1 H) , 6. 37 (s, 2 H) 
H»J4 5 

2, 6-yn^y-4-^fii/7x-;b 4-y h^->7x_;l. »h> 
^TKxh^t Ko77> (1 0ml) KH»J4 4Tl#/;3, h4-> 

bJ^> (1. 0 0 g) £&*¥U g££ffl£TF-4 5°C^OTn n n©2. 5M© 

n-yf-;U'Jf-^A-'\+*>»tt (2. 9 0ml) 

L^o M^. miSa n p0 4-y ^^>^;^u'J K (1. 23g) ^fh? 

tKD77> (10ml) KfcJBU -4 5°C*T'^o < OJn^fCo 1I$IH!££ 

if^ (5/1) ^aBBt5'> , J*y^*7A^Dvh^77-f-rflf«!t*C 

1 H-NMR (CDC 1 3> 500 MHz) : 6 2. 40 (s, 3H), 3. 
69 (s, 6H), 3. 85 (s, 3 H) , 6. 43 (s, 2 H) , 6. 89 
(d, J=9. 2Hz, 2H), 7. 82 (d, J=9. 2Hz, 2 H) 

HWJ4 6 (#%W 

2, 6-yhKo^y-4-^f;l/7x-;b 4 - b Kn**> 7 *-Jl >r h 

y_ 

m*i&itt?-ls> (1 Ornl) lcH»J4 5Ti^2, h*->-4- 
yf^7x^ 4-^ + ->7x-;l' * b> (3 2 lmg) £*gfl¥U 

^misa® P u yDti7 > (3 4 9mi) < &aa*fc»x m*-?— ft 
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1 H-NMR (CDC1 3> 500 MHz) : 6 2. 16 (s, 3H), 6. 
16 (s, 2H), 6. 79 (d, J=8. 6Hz, 2H), 7. 56 (d, J 
= 8. 5Hz, 2H) 

HWJ4 7 

(2, 6-ybFp^->-4-yf;b7x-^) {4- [(6, 7-->7h4- 
i,- 4 -*J 'J;lQ lr*i/~\ 7i^b} t?jy (4 2) 

4-? cm - 6, h + ->+7iJ> (6 1mg) iH»J4 6T^/c2, 

6-yhKo+y-4-yf^7i^ 4-tKo4 : y7i-^ ^ h > 
(lOOmg) ^-Jxf b>^ij3-;k>7f^x-f^ (0. 5ml) ic?§ft? 

1 7 o W2 oti®mnitz 0 ^M^^mwm^m-r v 7A*t 
(loo/i) T-mmt z is v jjYjw? i*? h^^y^ -\z 

^^tnglU »{t»3 2mg, J&^2 7%Ti#fco 

^ H — NMR (DMSO, 5 0 0MHz) : 
8 2. 1 8 (s, 3H) , 3. 9 0 (s, 3 H) , 3. 9 5 (s, 3H) , 6. 
20 (s, 2H) 6. 68 (d, J=4. 9Hz, 1 H) , 

7. 32 (d, J=9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 43 (s, 
1H) , 7. 8 2 (d, J = 8. 6H z, 2H) , 

8. 5 4 (d, J =5. 5Hz, 1 H) 

M#tFfl£ (FD-MS, m/z) :4 3 2 (M + +l) 
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nwj48 mm\) 

6, 1 -V* Y*i/-4 - (4--hQ7xy^-» ^yj> 

4-?od-6, T-y^myjxi. 8 4 g) ims5n n n ©4-^h 

o7x7-iK3. 4 2g) 1 7 0ttcT5 O^Jt^LfCo M'StT 

^77^ -lc«kt)3(i^L. &m<D4t&®}£ 4 . 5 4 g, JR^8 9% 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 4 . 01 (s, 3H), 
4. 06 (s, 3H), 6. 69 (d, J = 4. 9Hz, 1 H) , 7. 27 (d, 
J=9. 1Hz, 2H), 7. 37 (s, 1 H) , 7. 47 (s, 1 H) , 8. 
32 (d, J = 9. 1Hz, 2H), 8. 62 (d, J=4. 9Hz, 1 H) 

I1MKFD-MS, m/z) :3 2 6 (M + ) 

nwj4 9 mm\) 

6, 7-^b^y-4- (4-7;;7xy^y) ^7'J> 
6, 7-i?jt h*f-4- (4--ho7x; + i/) +y U > (1. OOg) 
£N, N-v^^;l/*;l/A7 5 hVB^»x^;l/ ( 3 0 m 1 / 1 5 m 1 ) izi&mU 
l 0%*Mib><7W*-8m (6 9mg) £7JD;i> **^HSlTSffli=Tl 7 

fc&tokfflffl** h U SA-el&KLfco «BET«a««±L. «H®<b#«*7 9 9 
mg. iR$8 8%T-|#^o 

1 H-NMR (CD OD, 5 0 0MHz) : 5 4. 0 0 (s, 3 H) , 
4. 00 (s, 3H) , 6. 47 (d, J = 5. 5Hz, 1 H) , 6. 82 (d, 
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J=8. 6Hz, 2H) , 6. 96 (d, J=9. 2Hz, 2 H) , 7. 32 
(s, 1H) , 7. 62 (s, 1H), 8. 36 (d, J=5. 5Hz, 1 H) 
MbMFrfc (FD-MS. m/z) :2 9 6 (M + ) 

N — {4 — [ (6, 7-v> h*->-4-*7 U-;b) j^/j 7x_;l^} - 
3-b°'J i£>^M£jjJ K (6 1) 

6, 7-->V r*->-4- (4-7;/7x; + y) +7 'J > (5 7mg) £ 
rfiflRSi©-=if->K (3 7mg) £N, N - f-;U*;UA7 i K (2m 1 ) iz 
ffiRLiztik^ l-xf-;l,-3- (3' - f-;br $ J zfn t°;l/) ^UjKsm * 
K&BJS (7 9mg) £Jq;U Mai=T5^«^L^o S^S^^TKiftK 

X H-NMR (CDC 1 3 , 500 MHz) : 6 4. 0 5 (s, 3 H) , 4. 
06 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 6Hz, 2H), 7. 42 (s, 1H), 7. 47 (dd, J=4. 9, 
7. 9Hz, 1H), 7. 56 (s, 1 H) , 7. 77 (d, J=9. 2Hz, 
1H) , 8. 2 6 (d, J = 8. 5 Hz, 2 H) , 8. 4 9 (d, J = 4. 9H 
z, 1H), 8. 79 (d, J=3. 7Hz, 1 H) , 9. 13 (s, 1 H) 

Mfeftfrffi (FD-MS, m/z) :40 1 (M + ) 
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H»J5 1 

N- {4- [ (6, 7->V Y**/-4-*J <)-Jl) *±jA 7x-ib} - 
(3, ^->7x-^) K (6 2) 

6, 7-v7 h + (4-7i77x;+y) +yj > (56m g) t 

OTn a n©3, 4--y'n + y$,IJI (6 0mg) £N, N-^^;U*;UA7 
^ K (2ml) l«U l-xf;l,-3- (3' - v>V f-;UT S J fa t";U) 

s mmm (8 ug) m&iz-z2 2%rmwLtz 0 kiss 

^^7k i Six f - ;UT'#ig L . Six f - ;H*ISfilfte7kTft» L fcSfeftJTkitt 

(i o/i) "7?aH-rs'>u*y;i/*7A^n^h^7>f-^«fc»j*ii»!u £ 

g©ft&$l£7mg, JR*8 96T»fco 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 3. 87 (s, 3 H) , 3. 
87 (s, 3H), 4. 0 6 (s, 3H), 4. 0 7 (s, 3H), 6. 48 
(d, J=5. 5Hz, 1H) , 6. 63 (d. J=8. 5Hz, 2H), 7. 
18 (d, J = 9. 2Hz, 2H), 7. 34 (m, 2H), 7. 43 (s, 1 
H) , 7. 55 (s, 1H), 7. 57 (s, 1 H) , 7. 76 (d, J=8. 
6Hz, 2H) , 8. 48 (d, J=5. 5Hz, 1 H) 
Rftfrfiflt (FD-MS, m/z) :4 6 0 (M + ) 

HWJ5 2 

N- {4- [(6, 7-y7^y-4-^'J-^)^y] Z^EZkl Z 
ftrn^yyljjitfirVi K (6 3) 

6, 7-yn + ->-4- (4-7;77x; + y) *>"J > (5 2mg) £ 
7t!flR,S©S/?n^*tf >fc;U#>|fc (4 6mg) £N, N-y7f;^;I,A7; 
K (2ml) tc^U l-x^;U-3- (3' -^WU^n^) a 
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ji^'j^fi mmm (8 4m g ) mwzx2 2mrmwtfzWi, mmm 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 61. 3 0 (m, 2H) , 1. 
5 6 (m, 2H) , 1. 7 3 (m, 2H) , 1. 8 5 (m, 2 H) , 1. 9 7 
(m, 2H) , 2. 2 6 (m, 1H), 4. 0 5 (s, 3 H) , 4. 0 5 (s, 
3H) , 6. 43 (d, J=5. 5Hz, 1 H) , 7. 14 (d, J = 8. 5H 
z, 2H), 7. 36 (s, 1H), 7. 42 (s, 1 H) , 7. 55 (s, 1 
H) , 7. 63 (d, J=8. 5Hz, 2H), 8. 47 (d, J = 5. 5Hz, 
1H) 

Il^KFD-MS, m/z) :4 0 6 (M + ) 
H»J 5 3 

N- {4- [(6, 7->?y h*->-4-*y'J-;U) - 
2-77>^m; K (6 4) 

6, 7-S?y r*->-4- (4-7 5 y 7xV*-» *>MJ > (5 5mg) £ 
TfJlSn c S0 2-7^>^;U^>^ (32mg) *N, N-y7fMJ^7; K 
(2ml) Ci}gfl¥U l-^^;U-3- (3' - f-;L<7 5 7 7° a t';U) 

^ Kttgfett (9 lmg) £fln;i N £&£T2 2 BSHaB* L H»J5 
1 £E«©»ftfc*oTll|«U ii©ft^3 5mg, iK$4 8%m 0 

X H-NMR (CDC 1 3 , 500 MHz) : 5 4. 04 (s, 3H), 
4. 05 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 6. 57 (d 
d, J = l. 8, 8. 7Hz, 1H), 7. 20 (d, J=8. 6Hz, 2 H) , 
7. 2 8 (d, J =7. 9 Hz, 1H) , 7. 4 2 (s, 1 H) , 7. 5 1 (s, 
1H), 7. 56 (s, 1H), 7. 77 (d, J = 9. 2Hz, 2 H) , 8. 
35 (s, 1H), 8. 49 (d, J=5. 5Hz, 1 H) 
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5»£«Hfi (FD-MS, m/z) :3 9 0 (M + ) 

N-{4-[(6, D-;U) *4J/] - 

3-ft7x>^Wt; K (6 5) 

6, 7-y'n + y-4 - (4-7;77xy^y) 4-y 'J > (5 4 m g) t 
*o©3-f^7x>^M'>i (4 4mg) £N, N-y/f /Ut;l/A7; 
K (2ml) KigjgU l-xf;b-3- (3' - ^;U7 S 7 7n t°;b) £ 
Mi? 4 i mmm. (8 2mg) Zm*., Sfii:T3 lNrH«fliLfclft N H»J 
5 1i|S|«|Og|^{w«fcoT*ilt!JU mm<Dit&®£ 4 lmg, iR^ 5 5 %T-f#fc 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 4. 02 (s, 3 H) , 4. 

04 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 17 (d, J 
= 8. 6Hz, 2H), 7. 38 (m, 1 H) , 7. 55 (d, J=l. 2Hz, 
1H), 7. 56 (s, 1H), 7. 73 (d, J=8. 6Hz, 2 H) , 8. 

05 (dd, J=l. 2, 3. 1Hz, 1H), 8. 37 (s, 1 H) , 8. 4 
7 (d, J =5. 5Hz, 1 H) 

(FD-MS, m/z) :4 0 6 (M + ) 

N — {4- [ (6, 1^21 h*^~4-*/ 'J-;U) g^vj 7*—M - 
(4--ho7x-;IQ ftAjf^jJ K (6 6) 

6, 7-y - n + y-4- (4-7;/7x;+y) +;'J> (1 1 Omg) 
irfJ|Sn n n0 4-^bo$m#^ (10 Omg) £N, N-y7f/l/^l/i,7; K 
(4ml) KtmU l-x^;b-3- (3* -^W;;^^) 

5 ftflfeft (1 7 6mg) Zm*^ IICT2 2 #HHt# L H»J 
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1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 49 (d, J = 5. 5Hz, 1 H) , 7. 29 (d, 
J = 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 
93 (d, J=9. 2Hz, 2H), 8. 21 (d, J=8. 6Hz, 2 H) , 
8. 39 (d, J=9. 2Hz, 2H), 8. 48 (d, J=5. 5Hz, 1 H) 
, 1 0. 7 (s, 1H) 
MrfrtfffE (FD-MS, m/z) :4 4 5 (M + ) 

N- {4- [ (6, 7 -it* Y*v-A-*J U^U) jjrj/] 7* .=.;!,} - 
(N, N-^W;>/7i-;l/) >fr;U*>1K K (6 7) 
6, 7-y7 h + (4 -7 S 7 7 y + -» +yij> (5 lmg) t 

rft&Fn<Z>4-y/i-Jl7i y (4 4mg) £N, N-->7f^A7 

^ K (2ml) fcJgJBU 1 -xfJl/- 3 - (3' - y7 ^;U7 S y 7*n f;l0 
#;U**v^ ^ K£»ig (8 3mg) £fln;u ^iSlCT 1 6B#fiai*#LfcSU HSfe 
015 1 £E«®SWfc«koT«f«U 7 mg. JRi£l 0%Tli^ o 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 3. 06 (s, 6H), 
4. 05 (s, 3H), 4. 06 (s, 3 H) , 6. 48 (d, J=4. 9Hz, 
1H), 6. 71 (d, J = 8. 6Hz, 2 H) , 7. 17 (d, J = 8. 5H 
z. 2H), 7. 4 4 (s, 1H) , 7. 5 7 (s, 1 H) , 7. 7 4 (d, J 
= 8. 5Hz, 2H), 7. 81 (d, J=9. 2Hz, 2H), 7. 94 (s, 
1H) , 8. 4 9 (d, J =5. 5Hz, 1 H) 
KM&mm (FD-MS, m/z) :4 4 3 (M + ) 
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N- {4- [ (6, 7-y>Ft->-4-^y U-^) *±i£ - 
(4-T-bi-Jly K (6 8) 

6, 7--^y h + ->-4- (4-7;;7x;+«» +>'J> (54m g) £ 
Tfr!Ko n n©4 -T-bf-^JH^K (4 6mg) £N, N-^^/l/tJbAJ; K 
(2ml) ln^JBU l-^f-;l/-3- (3' -yVWiy^oh^) 

S mWk (8 7mg) £fln;i, M*BKT2 2B#Fb11»L^ H»J 
5 0£E«®»mcJ;oTttt!!U II®^^4 3mg, JR*5 3 96-CWfc 0 

r H-NMR (DMSO-dg, 500MHz) : 5 2. 66 (s, 3H) , 
3. 94 (s, 3H), 3. 95 (s, 3H), 6. 48 (d, J=4. 9Hz, 
1H), 7. 28 (d, J = 9. 2Hz, 2 H) , 7. 39 (s, 1 H) , 7. 
5 2 (s, 1H) , 7. 9 4 (d, J = 9. 2 Hz, 2H) , 8. 1 0 (m, 4 
H) , 8. 48 (d, J=5. 5Hz, 1 H) , 10. 6 (s, 1 H) 
KM&fflL (FD-MS, m/z) :4 4 2 (M + ) 



mmm5 8 

N- {4- [ (6, 7- 9V h^->-4-*7 'J_;U) **v^j - 
(4-7'f-;U7x-;l/) K (6 9) 

6, 7-y7 F + y-4- (4-7^7x^y) +;'J> (54m g) t 
^ShCDA-y^J^MMm (5 4mg) £N, N-y7f^M7i K (2 
ml) Kygfl?U 1 -xf-;b-3- (3' - vV f-;U7 S 7 :/n t o ;l0 
^ ^ K^S?^ (8 5mg) £fl0*., MS(CT2 2B#^^L^ HWJ5 1 £ 

X H-NMR (CDC1 3 , 500 MHz) : 5 0. 95 (t, J=7. 3H 
z, 3H) , 1. 3 8 (m, 2 H) , 1. 6 4 (m, 2H) , 2. 6 9 (t, J 
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= 8. 0Hz, 2H), 4. 05 (s, 3 H) , 4. 06 (s, 3 H) , 6. 4 
8 (d, J=5. 5Hz, 1H), 7. 19 (d, J=9. 2Hz, 2 H) , 7. 
30 (d, J = 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 57 (s, 1 
H) , 7. 75 (d, J=8. 6Hz, 2 H) , 7. 82 (d, J=8. 6Hz, 
2H), 8. 03 (s, 1H), 8. 49 (d, J=5. 5Hz, 1 H) 
&*&Vm (FD-MS, m/z) :4 5 6 (M + ) 

N- {4- [ (6, 7-v'y Y*^-A-*J 'J-;lQ Z^£^kl Z 

(4-T^7x-;U) a;U»K*1K K (7 0) 
{4- [(6, 7-yn + y-4-+yj-;b) ^y] 7^/H (4- 
^ho-7x^.;l0 ijfrtfttl K (lOOmg) £N, N-^mW; 
K/ftRxf-;!/ (9ml /5ml) jc&JBU 10%^^A-^i (6 9m 
g) fcfln*., 7K^fflmT^(cT2 2Btf H ^^L/c 0 Stf^-b^ h£ffi^ 

£8 5mg, JR^9 l%Tl#/c 0 

1 H-NMR(DMSO-dg, 500 MHz) : <5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 5. 75 (brs, 2 H) , 6. 46 (d, J=4. 9 
Hz, 1H), 6. 61 (d, J=8. 6Hz, 2H), 7. 22 (d, J=9. 
2Hz, 2H), 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 73 (d, 
J =8. 5Hz, 2H), 7. 89 (d, J =9. 2Hz, 2H), 8. 46 

(d, J=5. 5Hz, 1H) , 9. 9 0 (s, 1 H) 

M^lffM (FD-MS, m/z) :415 (M + ) 
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HWJ60 

N- {4- [ (6, h*->-4-*7 »J-;U) ±±js} 7x-ib} - 

4-eu^>fr;l/#*-fr* K (7 1) 

6, h*->-4- (4-7i;7x; + -» +7U> (53m g) £ 

mi5D D D ©^ V-n^>i? (4 5mg) £N, N- ->V f-;l>*;UA7 S K (2ml) 
fc&tflU l-xf-;U-3- (3' - ! J* *)17 I J ~fu t°;U) *;^'y^;F 
(9 8mg) *in^, M-£{CT6 2B£P H t M# L/;&, HJM 5 1 <h|5tf§© 

! H-NMR (DMSO-dg, 500MHz) : 6 3. 94 (s, 3 H) , 
3. 96 (s, 3H), 6. 48 (d, J=5. 5Hz, 1 H) , 7. 29 (d, 
J=9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 
88 (d, J=4. 3Hz, 2H), 7. 92 (d, J=8. 5Hz, 2H) , 
8. 48 (d, 1=4. 9Hz, 1H), 8. 80 (d, J=4. 3Hz, 2H) 
, 1 0. 6 (s, 1H) 

K*#tffll (FD-MS, m/z) :40 1 (M + ) 

1 

N - {4- [(6, 7-^yh^y-4-t; i J^)^->] 7x-M - 
2-*-*:7x:/a;l/#*fr; K (7 2) 

6, 7-5^ h + i/-4- (4-7;77x; + y) +7 'J > (5 Omg) t 
WW.Fa<D2-3-*7 *>*;I/#>K (4 6mg) £N, N-^yfWA7; 
K (2ml) {cigflPU 1 -x^;U-3- (3' - 5** S / 7o t°;b) # 
;U#5*>T $ Kiii (9 9mg) ^jfjn^. MKT 6 2 B#fiB«# L fctSL H»J 
5 1 i^©*f^CJ;o-Cl«gU »ft^3 7mg, «»5 4 9*T?f*fc 0 

1 H-NMR (CDC 1 r,. 5 0 0MHz) : 5 4. 0 2 (s, 3 H) , 
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4. 04 (s, 3H), 6. 46 (d, J = 5. 5Hz, 1 H) , 7. 11 (m, 
1H), 7. 17 (d, J=8. 6Hz, 2H), 7. 40 (s, 1 H) , 
7. 55 (m, 1H), 7. 56 (s, 1 H) , 7. 73 (d, J=8. 5Hz, 
2H) , 7. 7 3 (m, 1 H) , 8. 3 8 (s, 1 H) , 8. 4 8 (d, J = 
4. 9Hz, 1H) 

(FD-MS, m/z) : 4 0 6 (M + ) 

H»J6 2 

N- {4- [(6, 7 -'J/ Y*v-A-*J 7x_;H - 

4-b'7x-;^Wf; K (7 3) 

6, h + v-4- (4-7;77xy + y) +>"J > (5 2mg) £ 

hV^JlTi y/mtt^Vy (3ml/2ml) C»»U m^Ot^x 
-;l^;Utf >I^ny K (8 0mg) £Jd*.^ MfcT2 5B$Pd!Jf#L;fco KlE 

1 H-NMR (DMSO-dg, 500MHz) : 6 3. 95 (s, 3H), 
3. 95 (s, 3H), 6. 48 (d, J = 5. 5Hz, 1 H) , 7. 28 (d, 
J=9. 2Hz, 2H) , 7. 40 (s, 1 H) , 7. 43 (t, J=7. 3H 
z, 1H) , 7. 5 0-7. 5 3 (m, 3 H) , 7. 77 (d, J=7. 3Hz, 
2H) , 7. 8 5 (d, J =8. 6 Hz, 2H) , 7. 9 6 (m, 2 H) , 
8. 08 (d, J = 8. 5Hz, 2H), 8. 48 (d, 3=4. 9Hz, 1 H) 
, 1 0. 4 (s, 1H) 
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%m#mm (FD-MS, m/z) :476 (M + ) 
HWJ6 3 

N- {4- [ (6, 7-v'y U-JU) j^J/] y - 

(4-^h4ri/7x^.JU) K (7 4) 

6, 7-v?y r*«>-4- (4-7^y7*y + '» *y U> (5 2mg) * 
h"Ji^;U7$ y/mU^^y (3ml/2ml) KffijRU OTn n n©4-:/ 
h + ^J&SH^pU K (0. 0 7ml) £ft];U gfil^T3 0 l*IHHt# L 
ll»ffil6 2i:^«cD*mcJ:- 3 T««!U »{^»3 4mg, J&$4 1% 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 0. 99 (t, J = 7. 3H 
z, 3H) , 1. 5 2 (m, 2 H) , 1. 8 0 (m, 2 H) , 4. 0 3 (m, 2 
H) , 4. 04 (s, 3H), 4. 05 (s, 3 H) , 6. 47 (d, J=4. 
9Hz, 1H), 6. 95 (d, J=9. 2Hz, 2H), 7. 18 (d, J = 
9. 2Hz, 2H) , 7. 46 (s, 1 H) , 7. 57 (s, 1H) , 7. 74 
(d, J=9. 2Hz, 2H), 7. 86 (d, J=9. 2Hz, 2H), 8. 
10 (s, 1H) , 8. 49 (d, J=4. 9Hz, 1 H) 
®g##Hit (FD-MS, m/z) :4 7 2 (M + ) 

HWJ6 4 

N- {4- [ (6, h*y-4-*; 'J-;U) tt->] - 

(4-yn ; e7x^) ^k£±±i i: (7 5) 

6, 7-->7h + y-4- (4-7;;7x;*'» *;U> (5 2mg) t 
m&D n n©4-7n^3:Il#Ie (7 8mg) £N, N-^fWA7; K (2 
ml) KfemU 1 -xfjb- 3 - (3' -y^f;l/7;^nfJb) 
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>f $ Vfflm (102mg) ZtiQ*.^ Ifii:Tl HZfflBtftLt:^ HWJ5 1 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 4. 07 (s, 3 H) , 4. 
07 (s, 3H), 6. 53 (d, J=5. 5Hz, 1H), 7. 22 (d, J 
-9. 2Hz, 2H), 7. 37 (s, 1 H) , 7. 50 (s, 1H), 7. 6 
2 (s, 1H) , 7. 65 (d, J=8. 6Hz, 2 H) , 7. 84 (d, J = 
8. 6Hz, 2H), 7. 86 (d, J=8. 6Hz, 2H), 8. 41 (d, 
J=5. 5Hz, 1H) 
MMftftm (FD-MS, m/z) : 4 7 8 (M + ) ,4 8 0 (M + +2) 

HWJ6 5 

N- {4- [(6, 7-^F^'>-4-tyj-;b)t^y] 7x_;U} - 
(4-^ Y*i'ijjltf-j\,y x-;U) a;t^-fr^ K (76) 

6, 7-^h + ->-4- (4-7;;7i7 + y) +7'J> (1 0 Omg) 
imiSn n n©^y >WL/7^Jbi (1 3 Omg) £N, K-i?**Jl*jlAT 
5K(4ml) U 1 -x^^-3- (3' - i>V f-;U7 S J fu t°;U) 

^Utf'i^ 5 K£lfcg (2 2 7mg) M&KTl 8H#lffl«#LfctlU £ 

1 H-NMR (CDC 1 3> 500 MHz) : d 3. 98 (s, 3H), 4. 
06 (s, 3H) , 4. 06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 
H) , 7. 22 (d, J=9. 2Hz, 2H), 7. 43 (s, 1 H) , 
7. 56 (8, 1H), 7. 76 (d, J = 9. 2Hz, 2 H) , 7. 97 (d, 
J = 8. 6Hz, 2H), 8. 18 (d, J=8. 6Hz, 2H), 8. 49 
(d, J = 5. 5Hz, 1H) 
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K»£tFHI (FD-MS. m/z) :4 5 8 (M+) 
H«J6 6 

N- {4- [ (6, 7 -it* h*is-4-*J D-AQ jjfrS/j 7*-M - 
2-b°'J v^/ftjM^jJ K (7 7) 

6, 7-vV h + (4-7^7 i ; + y) 'J > (5 Omg) £ 

mKn n nOt 0 i3 U >M (4 2mg) £N, N-^yf^A7; K (2ml) Ic 
Bft¥U 1 -jl 3 - (3' -i^y f ;l/7 ; ; ; Kjft 

Si(12 3mg) fcjp*.. Sfli:Tl mfmWLtz^ H«J5 1 £|Sj»© 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 4. 06 (s, 3H), 4. 
06 (s, 3H), 6. 49 (d, J=5. 5Hz, 1 H) , 7. 23 (d, J 
= 8. 6Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (m, 1H) , 7. 5 
8 (s, 1H) , 7. 89 (d, J=9. 2Hz, 2 H) , 7. 94 (m, 1 H) 
, 8. 33 (d, J=8. 0Hz, 1H), 8. 50 (d, J=5. 5Hz, 1 
H) , 8. 64 (dd, J = l. 8, 4. 9Hz, 1 H) 

I1MKFD-MS, m/z) :40 1 (M + ) 

H»J6 7 

N- {4- [ (6, 7-i?/ Y*is-4-*J V-Jl) *±iS\ 7x-;l) - 
(4-bKn^y^;^-;b7x-;l/) ^gjjj K (7 8) 

{4- [ (6, Y*i/-4-*J 'J-;I0 7x^;H - (4 

-y h + y^;l/-f-;b7x-;l/) *;^f ; K*y*/-;l> (3ml) jnflgfli? 
U 3 3%7KK{k*U^A7K»tt (1. 5ml) *JP>L. MT2NHBiaflsLfco 
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mmoit&m* 3 4 m g » >m 4 5 %ti§*:o 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<?3. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 47 (d, J=5. 5Hz, 1 H) , 7. 28 (d, 
J =9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 1 (s, 1 H) , 7. 
92 (d, J=9. 2H 2 , 2H), 8. 07 (m, 4 H) , 8. 47 (d, J 
= 5. 5Hz, 1H) , 10. 5 (s, 1H) 
m&ftVrm (FD-MS, m/z) :4 4 4 (M + ) 

N- {4- [ (6, h^->-4-^y U-;l/) 7x-;b} - 

^o^Q^2^kjl±jJ ^ (7 9) 

6, 7-vM h + ->-4- (4-7;;7x;+y) +yj > (53mg) t 
rf:^D n n©v^o^>^>^;U^>i? (6 6mg) £N, N-^7f;b*;bA7i 
K (2 ml) {cjSgfUU l-xf-;U-3- (3' ; 7 ^oh^) # 

;Utf'vV ^ KttifcB (1 1 Omg) £#n^U M&fcTl 7BSfi3«#Lrt:& N Hffi 
«5 1iR«0»mi < fc,T|||«U »it^3 5mg, HmSOHX-m 
tz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 51. 6 4 (m, 2 H) , 
1. 8 1 (m. 2H) , 1. 9 1 (m, 4 H) , 2. 7 5 (m, 1 H) , 
4. 04 (s, 3H), 4. 04 (s, 3H), 6. 44 (d, J=4. 9Hz, 
1H), 7. 13 (d, J=9. 2Hz, 2 H) , 7. 45 (s, 1 H) , 7. 
55 (m, 1H), 7. 65 (d, J=8. 6Hz, 2H), 8. 47 (d, J 
= 5. 5Hz, 1H) , 
©fi##HI (FD-MS, m/z) :3 9 2 (M + ) 



WO 97/17329 



8 4 



PCT/JP96/03229 



9 

N- {4- [ (6, l_z_2± b*->-4-*y Z^/±I Z 

7^>*>a;M?*1K K (8 1) 

6, h + (4-7;;7x7 + y) +;>J> (5 lmg) t 

rftffiFn(DT?'-?>?>J])l#>M (HOrag) £N, N - 'J i f;^;^7 ^ 
K (2 ml) KjgjBU l-xf-;U-3- (3' - f-;U7 S /* 7n t°;U) * 

5 Kt«!I (1 0 7mg) *Jp^ Sfli:tl 5 BfflBiW* Lfcfc* 
«5 liTO©»ft»cJ:oT«WlU *B©ffc£*te 1 3mg. $$1 7%T'# 

1 H-NMR(CDC1 3 , 500 MHz) : 6 1. 82 (m, 6H), 
2. 0 0 (m, 6H) , 2. 13 (m, 3 H) , 4. 05 (s, 3 H) , 
4. 05 (s, 3H), 6. 44 (d. J=4. 9Hz, 1 H) , 7. 15 Cd, 
J =9. 2 Hz, 2H) , 7. 4 2 (s, 1 H) , 7. 5 5 (m, 1 H) , 7. 
64 (d, J=9. 2Hz, 2H), 8. 46 (d, J=4. 9Hz, 1 H) , 
li^lfrl (FD-MS, m/z) :4 5 8 (M + ) 

H»I7 0 

N- {4- [ (6, b*is-4-*S U-^) 7x^} - 

(4-7-fe h^->7x^l/) ^jKjjJ K (8 0) 

6, 7-/7b + y-4- (4-7;;7x^y) +y U > (1 1 Omg) 
<tmi5n n D 0 4-7-fe h + ^lfi (2 0 7mg) £N, N-y7f;^;^7 
S K (6ml) Kj£j|?U l-xf^-3- (3' -^W$;^d^) 

i mmm (2 2 3m g ) &m?L. mAKximm^Lti^ mm 
m5itmm<D9kr?izzixmmu iw^i2 3m g , wmi2%x 
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1 H-NMR(CDC1 3 , 500 MHz) : 6 2. 3 5 (s, 3H), 4. 
06 (s, 3H), 4. 06 (s, 3 H) , 6. 49 (d, J=4. 9Hz, 1 
H) , 7. 21 (d, J=9. 2Hz, 2H), 7. 25 (d, J=9. 1Hz, 
2H), 7. 43 (s, 1H), 7. 56 (s, 1 H) , 7. 73 (d, J=9. 
2Hz, 2H), 7. 87 (s, 1 H) , 7. 93 (d. J=8. 6Hz, 2 H) 
, 8. 5 0 (d, J =5. 5Hz, 1 H) , 
M##Hi (FD-MS, m/z) :4 5 8 (M + ) 

mmmi 1 

N- {4- [ (6, 7-^^ h^v-4-^7 U-;U) - 
2- (6 -T-t? h4J^2f2k) XMtti K (8 2) 

6, 7-S» h + i/-4- (4-7U7x; + y) *y >j > (5 lmg) t 
rfT|Sn a n0 6-7-t?h + '>-2-^7 hxi (12 lmg) £N, N-i?yf;^ 
K (2ml) KfmU l-xf-;U-3- (3* -V **)\,7 \ j-fu 
t°;U) ijJltfVj i ftttg (124mg) £Jn;i. 1SCT1 3NrBa«»Lfc 

5%T1#^ 0 

1 H-NMR (DMSO-dg, 500 MHz) : 6 2. 38 (s, 3H), 
4. 03 (s, 3H), 4. 05 (s, 3H), 6. 49 (d. J=5. 5Hz, 
1H), 7. 20 (d, J = 9. 2Hz, 2 H) , 7. 30 (dd, J=2. 4, 
9. 2 Hz, 1H) , 7. 42 (s, 1H), 7. 5 7 (m, 1 H) , 7. 6 1 
(d, J = l. 8Hz, 1H), 7. 81 (d, J=9. 2Hz, 2 H) , 7. 
8 6 (d, J =8. 6 Hz, 1H) , 7. 8 9 (d, J =9. 2 Hz, 1 H) , 
7. 94 (d, J=8. 6Hz, 1H), 8. 38 (s, 1 H) , 8. 49 (d, 
J=4. 9Hz, 1H) 
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Mt£tfflifi (FD-MS, m/z) :5 0 8 (M + ) 

N- {4- [ (6, 1- : J* 'J-;U) *±y] 7x-M - 

(4-bKo4y7x-^) £^kg±gi if (8 3) 

N- {4- [ (6, h + ^>-4- + y >J-;U) 7x-;H - 

(4-7-tr h + i/7x-;U) *;M**-»K K (1 0 3m g) 9 J -)\, (4m 

i) izmmu 3 5%*iMk*y^A7K»tt (2m n ^jm*^ ssiT?5i*raiit 

X H-NMR (DMSO-dg, 500 MHz) : 8 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 6. 87 (d, 
J = 8. 5Hz, 2H), 7. 24 (d, J =9. 2Hz, 2H), 7. 39 
(s, 1H), 7. 52 (s, 1H), 7. 87 (d, J=8. 6Hz, 2H), 
7. 90 (d, J=9. 2Hz, 2H), 8. 47 (d, J=5. 5Hz, 1 H) 
, 1 0. 1 (s, 1H) 

(FD-MS. m/z) :417 (M + +l) 

196017 3 

N — {4- [ (6, 7-v^ b*i/-4-*S 7x-Jb} - 

2- (6-bF'o^y7-7f;b) ijA^±±i K (8 4) 

N — {4- [(6, V-)\S> 7 - 

2- (6-T-fe h*S/*7*-;l/) K (4 7mg) (4 

ml) (c^L. 3 5%*SWt#V7A;7jqg& (2ml) fcinx.. £fi-C5l*M 
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1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 95 (s, 3 H) , 
3. 95 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 7. 18 (m, 
1H) , 7. 2 0 (s, 1H), 7. 2 7 (d, J =8. 6 Hz, 2 H) , 
7. 39 (s, 1H), 7. 53 (s, 1 H) , 7. 80 (d, J=8. 5Hz, 
1H) , 7. 9 2-7. 9 8 (m, 4 H) , 8. 4 7-8. 4 8 (m, 2 H) , 
10. 0 (b r s, 1 H) , 10. 4 (s, 1 H) 
IiMffi(FD-MS, m/z) :4 6 7 (M + +l) 

HJSM7 4 

N- (4-y b*isy*-Jl) -N' - {4- [ (6, b*f-4- 
*rJ U-;U) 7x-;b} Qb7 (4 3) 

6, 7-S» h + ->-4- (4-7;;7x; + «» +7 'J > (5 3mg) £ 
h^> (3ml) (cM^Lfc^ 4 -y h**>7 *-;l/>f 7 ->7*- h 
( 0 . 2ml) £Jn*. N 3 0 ftffllJQt&Mffi LfZo WttJ L T * fcgilfcttlfc L> h 
>Tft^f 5 £ <h{cJ; *9 SiCft^ 54mg N 6 8 %"e^fc G 
1 H-NMR (DMSO-dg, 500MHz) : 5 3. 72 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 
1H), 6. 87 (d, J=8. 5Hz, 2 H) , 7. 19 (d, J = 9. 2H 
z> 2H) , 7. 37 (d, J=8. 5Hz, 2 H) , 7. 3 8 (s, 1 H) , 
7. 52 (s, 1H), 7. 58 (d, J=8. 5Hz, 2H), 8. 46 (d, 
J=5. 5Hz, 1H), 8. 50 (s, 1 H) , 8. 73 (s, 1 H) 
K*#flHi (FD-MS, m/z) :4 4 5 (M + ) 
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mmm7 5 

N- (4-7^D7x-^) -N' - {4- [ (6, 

6, b*is-4- (4-7;;7i; + y) +yj> (54mg) £ 

h;bx> (3ml) i;Jii«L/:i> 4-7Wd7x^Hv^7?-F 
(0. 2ml)^ 70#Pem^lML^o tffttiLT^^ H B B ^^L, h 
;^>T^f-^>Ci(cJ;«9^©{b^^3 8mg N 8%T*#/c 0 

1 H-NMR(DMSO-d 6 , 500 MHz) : S3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 7. 12 (m, 
2H) , 7. 19 (m, 2H) , 7. 3 8 (s, 1 H) , 7. 4 7 (m, 2 H) , 
7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2H), 8. 45 (d, 
J = 5. 5Hz, 1H), 8. 72 (s, 1 H) , 8. 79 (s, 1 H) M* 
##rfll (FD-MS, m/z) : 4 3 3 (M + ) 

mmm7 6 

N - (4-7'nt7x^) -N' - {4- [ (6, 7-v7 h^->-4-^ 
7U-;b) jyfrj/j 7x-;H 7l/7 (4 5) 

6, 7-v^ h*'>-4- (4-7;;7x7^y) +7 U > (5 2mg) £ 
YJlx.y (3ml) fcflnfci^Lfctk 4-7'n^7x^;KVy7?- h 
(0. 2ml) *jp^ 5 0ftmmm&MLtz o Vt&LTistzW£hZtimU h 
>T~m>* ZZtKX.*) mm<Dfc&®Z 5 6 m g , Mm 6 4 %T#*: 0 

1 H-NMR (DMSO-d g , 500 MHz) : <5 3. 94 (s, 3 H) . 
3. 95 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 19 (d, 
J=9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 4 5 (m, 4H) , 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 8. 46 (d, J 
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= 5. 5Hz, 1H), 8. 86 (s, 1 H) , 8. 86 (s, 1 H) 
M£*ftt (FD-MS. m/z) :4 9 3 (M + ) , 4 9 5 (M + +2) 

N- {4- [ (6, h*v-4-*7 U-;l/) 7x-ib} - 

NT - (4--ho7x-;l/) (46) 

6, r**>-4- (4-7;77x; + y) +7 'J > (1 0 3mg) 

^h;Ujn> (10ml) fcinJI&J&JB L fcfiU 4--ho7x-KV->7*-h 
(3 6 6mg) fcjn*., 6 0^HJD«ai«ELfco tfrifi LtlfflWU h 
A^>Tft#1-£C£K<fct)^3®ft£«l£l 4 lmg. iR^8 8%T#fc 0 

1 H-NMR (DMSO-d g, 500 MHz) : 5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 23 (d, 
J=8. 6Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 62 (d. J=9. 2Hz, 2 H) , 7. 71 (d, J=9. 2Hz, 2 H) 
, 8. 20 (d, J=9. 2Hz, 2 H) , 8. 46 (d, J=5. 5Hz, 1 
H) , 9. 08 (s, 1H) , 9. 49 (s, 1 H) 

Il»tffi(FD-MS, m/z) :4 6 0 (M + ) 

mmmi 8 

N- (4-^7x-^) -N' - {4- [ (6, 
7'j_;lQ 7x-;U} -7^7 (4 7) 

6, 7-^n + ->-4- (4-7;;7xy+y) U> (50m g) £ 
h^x> (3ml) Kina&iSjBLfctfe* 4-yf-^7x-;U>f VS/T*-h 
(0. 2ml) fcfln*. 2 6^rajD«««ELfco ^^on^W7th> 
(1 0/1) -eS^-rSv'J^^^^A^nvh^^^^-fc^^iltSJL^ £ 
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M(D it&Sfa* 36mg, iR$45 %"r»fc 0 

1 H-NMR (CDC 1 g/CDgOD, 500MHz) : 6 0. 93 (m, 
3H) , 1. 3 5 (m, 2H) , 1. 5 7 (m, 2 H) , 2. 5 7 (m, 2 H) , 
4. 0 6 (s, 3H) , 4. 0 6 (s, 3H) , 6. 4 9 (m, 1 H) , 7. 1 
4 (m, 4H) , 7. 3 3-7. 6 2 (m, 6H) , 8. 3 9 (m, 1 H) 

KAftflfffi (FD-MS, m/z) : 471 (M + ) 



HWJ7 9 

N- (4-7;;7x-;b) -N' - {4- [ (6, 7 - h^v- 4 
yj-;lQ ;t*->] 7i-il/} ^1/7 (4 8) 

N- {4- [ (6, 7-0 h*i/-4-4V 'J-;U) - 
N' - (4 --ho) 7x-;b9l'7 (lllmg) £N, N - V / *Jl*Jll. 
7 i K (7ml) icfctfU 1 O^tKM^v^A-^ (1 0 Omg) £fln 
7K3R»iWlTSfilwT2 2l*Ha»fLy!:o 5^*^*5^ h*ffl^T«IL 

S±U ilO{[:^6 6m g , W.m63%V%tz 0 

1 H-NMR (DMSO-dg, 500 MHz) : 8 3. 94 (s, 3H), 
3. 94 (s, 3H), 4. 74 (b r s, 2H), 6. 43 (d, J=4. 9 
Hz, 1H), 6. 52 (d, J=8. 6Hz, 2H), 7. 08 (d, J = 
8. 6Hz, 2H), 7. 16 (d, J=9. 2Hz, 2 H) , 7. 38 (s, 
1H) , 7. 5 1 (s, 1H) , 7. 5 5 (d, J =9. 2 Hz, 2 H) , 
8. 14 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) , 8. 61 (s, 
1H) 

Ii^i(FD-MS, m/z) :4 3 0 (M + ) 
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mmms o 

N- (4-7-fef-;b7^-;b) — N' - {4- [ (6, h*->-4- 
j^±±] 7x-;H frl^T (4 9) 

6, K + (4-7^7x7 + y) +;'J> (5 lmg) £ 

h;loi> (3ml) CM^Lfc^ 4-7t^7x^M7y7^-h 
(2 10mg) 2 O^m^il^LfCo ££S£* o n *;bA/7-t? h > 

(1 0/1) -eJg@a-rs->'J*y^7A^nv h/?7^ -fc«k!9fl|«!U * 

1 H-NMR (CDC1 3 /CD 3 0D, 500 MHz) : 5 2. 59 (s, 
3H), 4. 07 (s, 3H), 4. 07 (s, 3 H) , 6. 50 (d, J=5. 
5Hz, 1H) , 7. 17 (d, J = 8. 5Hz, 2 H) , 7. 36 (s, 1 H) 
, 7. 5 8 (s, 1H), 7. 5 8 (d, J =8. 5Hz, 2H), 7. 60 
(d, J=8. 5Hz, 2H), 7. 94 (d, J=8. 5Hz, 2H), 8. 
4 0 (d, J =5. 5Hz, 1H) 
K*#tfrM (FD-MS, m/z) :4 5 7 (M + ) 



mm 8 1 

N- {4- [ (6, 7->>V Y*v-4-*J U-;U) g^/j - 
N' - (4-7x;^->7x-;b) -7U7 (50) 
6, 7-^h*->-4- (4-7^7x; + y) U > (5 3mg) £ 
(3ml) ilMWLfc^ 4-7x;*i/7x-Mv>7*-h 
(0. 2ml) £flD;L N 3 0^1MIL^ o ^70D*W7tF> 
(1 0/1) TSHW-SfU ii>f)\,ii7J*!7u-? h^5"7>f -ickijUUU * 
JS©f fc£$f£ 5 5 m g . JK^ 6 0 

1 H-NMR (CDCU/CD OD, 5 0 0MHz) : 6 4. 4 6 (s, 
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3H) , 4. 4 6 (s, 3H) , 6. 5 1 (m, 1 H) , 6. 9 8-7. 6 2 
(m, 1 5H) , 8. 4 0 (m, 1 H) 
%m&im (FD-MS, m/z) :5 0 7 (M + ) 

mm 8 2 

N- (4-^V^Dh°;b7x-^) -N' - {4- [ (6, 7-j?/ 
4-*7 **>j 7^-;U} ^1/7 (5 1) 

6, 7-vM p*S/-4- (4-7i77x; + -» +7 'J > (5 lmg) £ 
hJUi> (3ml) i:Ja,WLf:^ 4->fV^ne;l/7x^Mvm- 
r (0. 2ml) £fln;i. 2 6»iMLfc 0 ^^u*W7-bh 

> (i o/i) TSMfs^'jay^a^A^Dv -^«kt)fMau 

1 H-NMR (CD 3 OD, 500 MHz) : 6 1. 18 (d, J =6. 7H 
z, 6H) , 2. 8 2 (m, 1 H) , 3. 9 7 (s, 3H) , 4. 0 1 (s, 3 
H) , 6. 37 (d, J=5. 5Hz, 1H), 7. 04 (d, J=8. 5Hz, 
2H), 7. 11 (d, J=8. 5Hz, 2 H) , 7. 25 (d, J=8. 5H 
z, 2H) , 7. 2 6 (s, 1H) , 7. 3 8 (s, 1 H) , 7. 4 1 (d, J 
= 9. 2Hz, 2H), 7. 54 (s, 1 H) , 7. 82 (s, 1 H) . 8. 0 
3 (s, 1H), 8. 42 (d, J = 5. 5Hz, 1 H) 

KftfttFHS (FD-MS, m/z) :4 5 7 (M + ) 

^WJ8 3 

N- (4 - h 'J 7Moyf^7x_;l/) -N' - (4 - C (6, 7-V* h 
6, 7-'^ h + ->-4- (4-7;;7x;*«» *>"J> (53mg) t 
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h;l/x> (3ml) izmmmmit^ 4-hU7^tn^Wx-;KV'> 
7*-h (0. 2ml) £flp;L, 1 O^MML/io #t£H L T £ fc&Ufctt 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 4. 05 (s, 3H), 

4. 05 (s, 3H), 6. 52 (d, J=5. 5Hz, 1 H) , 7. 18 (d, 

J=9. 2Hz, 2H), 7. 36 (s, 1 H) , 7. 56 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2H), 7. 62 (d, J = 8. 6Hz, 2 H) 
, 7. 63 (s, 1H), 8. 40 (d, J=5. 5Hz, 1 H) 

«»##rffi (FD-MS, m/z) : 4 8 3 (M + ) 

H&0IJ8 4 

N- (4-n-y^;b7x-;U) -N' - {2- [ (6, h*->-4 
Z±y 'J;U) 7x-il/} frUT (14 7) 

M»J4 8 KfcOT. 4--hD7 i ; -;Ki^^T 2--hD7x; 
ffl^fc«^ttH»t=ll!Lfc6, 7-i^h**>-4- (2--hD7W + -» 
*^U>*SUJ5«l4 9t^aHcaKcLT»^ 6, 7-^h + «>-4 - (2- 

75;7x;*i/)+;ij> (5 6m g ) ^h;ux> (3mi) Kmm&Mlti 
^ 4-n-y^;U7x-;U^y>'T^- h (0. 2ml) £fln;u 3 0#HHin 
^SMLfCo ^^ao^W7th> (1 0/1) T?gga-r5*>';*>r;U 
* d ^ h ^ 7 >f - K J; (9 *f gl U mm<Dlt&toZ 4 5 m g „ JR*J 5 0 %H^tz 0 
1 H-NMR (CDClg, 5 0 0MHz) : 5 0. 8 9 (t, J = 7. 3H 
z, 3H) , 1. 3 0 (m, 2H) , 1. 5 2 (m, 2H) , 2. 5 0 (m, 2 
H) , 3. 90 (s, 3H), 3. 93 (s, 3 H) , 6. 22 (d, J = 
4. 9Hz, 1H), 6. 87 (d, J = 7. 3Hz, 1 H) , 6. 96- 
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7. 01 (m, 4H), 7. 15 (b r s, 1 H) , 7. 28-7. 31 (m, 
4H), 8. 12 (brs, 1 H) , 8. 26 (d, J=4. 9Hz, 1 H) , 

8. 58 (d, J=7. 9Hz, 1 H) 
fil^KFD-MS, m/z) :47 1 (M + ) 

HWJ8 5 

N- (4 -n-^7x-^) -N / - {3- [ (6, h*->-4 

p;u) jjj/j 7x-ib) ^uy (9 1) 
mm&\4 8(:fel^ 4--hD7x;-;U:^t3--ho7x;-i^ 
fflOfcii^li|Hl#(^L^6, 7-yn4->-4- (3--Fo7x;+y) 
*y U>^WJ4 9i|ll^{cjl5cLT'#/c. 6, 7 - h*£/-4 - (3- 
7; y 7xy + ->) *J U > (5 lmg) £ h;l>x> (3ml) CMigj&L*: 
4-n-7 > f;b7x-;KV^7^-h (0. 2ml) £fln*.s 5 0#MJn 
iSILfc„ »«**nn*;UA/7-feh> (10/1) TMfflt Z f V ft ¥ Jl 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 0. 8 9 (t, J=7. 3H 
z, 3H) , 1. 3 0 (m, 2H) , 1. 5 2 (m, 2H) , 2. 5 1 (m, 2 
H) , 3. 9 5 (s, 1 H) , 4. 0 0 (s, 1 H) , 6. 4 9 (d, J =5. 
5Hz, 1H), 6. 81 (d, J=8. 0Hz, 1 H) , 7. 04 (d, J = 
7. 9Hz, 2H) , 7. 2 1-7. 3 0 (m, 5 H) , 7. 3 7 (s, 1 H) , 

7. 5 1 (s, 1H) , 7. 84 (brs, 1 H) , 8. 2 4 (b r s, 1 H) , 

8. 4 3 (d, J =4. 9Hz, 1 H) 
Mfcftflrffi (FD-MS, m/z) :47 1 (M + ) 
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mums g 

N-n-T^lz-N' - {4- [(6, 7 - V* h * > - 4 z ± j n) )V) 
v] 7x-;U} frU7 (13 9) 

6, 7-^^y-4- (4-7^7i7 + y) > (5 lmg) £ 

h;Ui> (3ml) (cJpM-^Lfc^ n-yf-M 7->7*- h (0. 2ml) 
14«Mil^L^o Si*^nD^A/7th> (10/1) T 
•> 'J *WovF ^'7 7 * DAMN! U jgJBoft^ft* 31mg, 
JK$4 6%T:^Co 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 0. 9 3 (t, J = 7. 3H 
z, 3H) , 1. 3 7 (in, 2 H) , 1. 5 3 (m, 2 H) , 3. 2 8 (m, 2 
H) , 4. 0 4 (s, 3H) , 4. 0 4 (s, 3H) , 5. 04 (brs, 1 H) 
, 6. 44 (d, J=5. 5Hz, 1 H) , 6. 98 (brs, 1 H) , 7. 1 
1 (d, J = 9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 43 (d, J = 
9. 2Hz, 2H), 7. 55 (s, 1 H) , 8. 46 (d, J = 4. 9Hz, 
1H) 

K«^*ftt (FD-MS, m/z) :3 9 5 (M + ) 

mm\ 8 7 

N- {4- [ (6, 7-v*/- h*->-4 'J;lQ 7x-;H - 

(4-h'J7^toyf;b7x-;l/) £A£±gJ K (15 7) 

6, h + (4-7;/7x7+i/) *y U > (5 3mg) £ 

rfrBSiS.© 4-h'j7;l/to^^ >^Jl#& ( 1 0 2 m g) £N, N - i? * 
^7; K (3ml) CjffllPLfctk 1 3- (3' -i^^W^ 
■fn t'Jl) JjJltfifj i ftflfett (1 0 2mg) £fln;U SfifcTl 4l$|lfflt# 
Lfc 0 EJfi»^**£I!«x*-;l^£IiU *M*18to&l&k~Cim 
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1 H-NMR (CDClg, 500 MHz) : 5 4. 04 (s, 3 H) , 4. 

05 (s, 3H) , 6. 48 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 5Hz, 2H), 7. 41 (s, 1 H) , 7. 55 (s, 1H), 7. 7 

6 (d, J=8. 5Hz, 2H), 7. 76 (d, J=8. 6Hz, 2 H) , 8. 
02 (d, J=7. 9Hz, 2H), 8. 13 (brs, 1 H) , 8. 49 (d, 
J = 5. 5Hz, 1 H) 

MfcWrlt (FD-MS, m/z) :4 6 8 (M + ) 

JIM 8 8 

N- {4- [ (6, h*->-4-*7 U;lQ 7x_;U} - 

(4-->^o^^7x^) ft^^jj K (15 8) 

6, 7-^^y-4- (4-7^7x7^y) +y U > (5 2mg) t 
miSn a D 0 4-v^p^+^^M#m (109mg) £N, N-v^;U*;UA 
7^ K (3ml) {cgflBLfcSU l-if-;l/-3- (3' -V **A,T IJ "fu 

t°;io ijjitfvj i mwm (i i omg) ztiaz., m&kt i mmmit: 

H»J5 1 tmmmfcic^TlML »fb^5 4mg, K* 

1 H-NMR (CDC lg , 500 MHz) : 6 1. 25-1. 86 (m, 
10H), 2. 55 (m, 1 H) , 4. 01 (s, 3H), 4. 03 (s, 3 H) 
, 6. 46 (d, J=5. 5Hz, 1 H) , 7. 16 (d, J=8. 5Hz, 2 
H) , 7. 27 (d, J=7. 9Hz, 2 H) , 7. 39 (s, 1 H) , 
7. 55 (s, 1H), 7. 75 (d, J = 9. 2Hz, 2 H) , 7. 83 (d, 
J = 8. 6Hz, 2H), 8. 46 (d, J=5. 5Hz, 1 H) 
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IlMt (FD-MS, m/z) :4 82 (M + ) 
H»J8 9 

N- {3- [ (6, Y*i/-4-*J 7x_;U) - 

(4- t -yf;l/7x-Jl/) £2kjj±jJ K (1 5 9) 
6, 7-*J* h*->-4- (3-7;77x; + y) +;>J > (5 4mg) £ 
rfrBSS® 4 - t - 7f-;l/3cJMII ( 1 0 2 m g) £N, N - >V f-;U*;UA7 S 
K (3ml) l-if-;U-3- (3' -yyf^7;;7°ot';b) 

*^sKs?>r s mmm u o 6mg) zm*.^ mui^-c emmwLtz^ mm 
@\5it mmommz «t o mm u mmext&to* 2 9 m g N 3 5 

1 H-NMR (CDClg, 500 MH 2) : 5 1. 34 (s, 9H), 
4. 01 (s, 3H), 4. 04 (s, 3H), 6. 55 (d, J=4. 9Hz, 
1H), 6. 97 (d, J = 7. 3Hz, 1 H) , 7. 2 9-7. 6 8 (m, 7 
H) , 7. 85 (d, J = 7. 9Hz, 2H), 8. 48 (d, J=4. 9Hz, 
1H) , 8. 59 (brs, 1 H) 

M&ftmm (FD-MS, m/z) :4 5 6 (M + ) 

9 0 

N- {3- [ (6, 7->M h*->-4-*7 U;l/) fg] 7x-i) - (4 
- t I 7^7x£jj *±£±±j £ (16 0) 

6, 7-^h + «>-4- (3-7>;7i^W) > (6 2mg) 

tmiS D a p©4-t-7'f-;L^m§i? (10 9mg) £N, N-i>7f;^^A7 
S K (3ml) \z®Mltz%L, l-x^;l/-3- (3' - f-;UT ^ 7 7a £ 

w ij)\,# ! J4 1 mmm a 1 2m g ) zmz.. m&KT2 5wm&itz&^ 



WO 97/17329 



9 8 



PCT/JP96/03229 



X H-NMR (CDC 1 3 , 500 MHz) : 51. 31 (s, 9 H) , 4. 
00 (s, 3H) , 4. 01 (s, 3H), 6. 83 (d, J=4. 9Hz, 1 
H) , 7. 2 0-7. 9 9 (m, 9 H) , 8. 06 (ra, 1 H) , 8. 3 9 (d, 
J =4. 9 Hz, 1H) , 8. 6 0 (b r s, 1 H) 

M#flffc(FD-MS, m/z) :4 7 2 (M + ) 

mmw9 i 

n- {4- [ (6, 7-v'y h*->-4-*y 7x^} - (4 

-f^Jly^-ji) K (16 1) 

6, 7--^ h + ->-4- (4-7;;7x; + y) 4-y D > (62mg) £ 
mi5n D n ©4-yf-;b^m#g? (10 4mg) *N, N-y^;WA7$ K 
(3ml) C««PLfctt. 1 -xf-;b-3- (3" -y^Wi/^ot^) 
JjJltfitJ i KJfflRJg (1 1 7mg) £Jd*. n ^S(CT2 1 BSIHHIi* L fc«U H 

itw 5 1 i mmvmmz ± , rffitsi u mm<D4t&®t: 2 1 m g , jk^ 2 2 %t 

1 H-NMR (CDC1 3> 500MHz) : 5 0. 94 (t, J =7. 3H 
z , 3 H) , 1 . 3 8 (m, 2 H) , 1 . 6 3 (m, 2 H) , 2 . 6 9 ( t , J 
= 7. 9Hz, 2H), 4. 03 (s, 3H), 4. 05 (s, 3 H) , 
6. 72 (d, J=4. 9Hz, 1 H) , 7. 30 (d, J = 7. 9Hz, 2 H) 
, 7. 39 (s, 1H), 7. 42 (s, 1H) , 7. 57 (d, J = 8. 5H 
z, 2H), 7. 78 (d, J=8. 5Hz, 2 H) , 7. 81 (d, J=7. 
9Hz, 2H), 8. 08 (s. 1 H) , 8. 42 (d, J=5. 5Hz, 1 H) 

M»tfr*(FD-MS. m/z) :4 7 2 (M + ) 
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HWJ9 2 

N- {4- [ (6, 1- ! J* Y*i<-4-*J jMO *±isl 7 ^-M - 
N' - (4-^fW7x^) (16 3) 

6, 7-^ h*->-4- (4-7;y7x;*-» *;>J> (53mg) * 
h;bx> (3ml) fcJnJIMSIPL^ 4-yf^7x^M7y7^-h 
(0. 2ml) £Jn;U 8^iaBP«aBSLfco fitter £fc£il£»]RU hJl 

1 H-NMR (DMSO-dg, 500MHz) : 5 2. 44 (s, 3H), 
3. 94 (s, 3H), 3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 
1H), 7. 19 (d, J=9. 2Hz, 2 H) , 7. 23 (d, J=8. 5H 
z, 2H) , 7. 38 (s, 1H), 7. 44 (d, J=9. 2Hz, 2 H) , 
7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2 H) , 8. 46 (d, 
J=4. 9Hz, 1H), 8. 70 (s, 1 H) , 8. 79 (s, 1 H) 

Ma*?M (FD-MS, m/z) :46 1 (M + ) 

39fcfll9 3 

N- (3 -Ji M^lM^lf^kZ ^-^) ~N / - {4- [ (6, 7- : J/ b 
*v-A-*JV)V) *±]S\ 7*-M V U7 (16 4) 

6, 7-^ h + >>-4- (4-7i;7x; + -» +;'J> (53mg) ^ 
b;bi> (5ml) fcftflM^Lfctk 3-xh + '>*;l/«7x-;W7i/ 
7*-b (2 8 4mg) *Jo;U l^MML^o ^^od^WT 
(10/1) ■eSM"r5'>U*r^*7A^ovh^7>f-lc«k»}fl|jS! 

1 H-NMR (CDClj, 5 0 0MHz) : 6 1. 3 8 (m, 3H) , 
3. 98 (s, 3H), 4. 05 (s, 3 H) , 4. 35 (m, 2 H) , 6. 4 
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5 (d, J=5. 5Hz, 1H), 7. 12 (d, J=9. 2Hz, 2H), 
7. 40 (s, 1H), 7. 47 (d, J=9. 2Hz, 2H), 7. 47 (d, 
J=8. 6Hz, 2H), 7. 58 (s, 1 H) , 7. 96 (d, J=9. 2H 
z, 2H) , 8. 0 5 (s, 1H) , 8. 17 (s, 1 H) , 8. 4 7 (d, J 
= 5. 5Hz, 1H) 
WMftmm (FD-MS, m/z) :4 8 7 (M + ) 

N- (4 — ^ p p 7 x -N' - {4- [ (6, 7-vM H*->-4-4- 
J V)V) 7^-;U} 7U7 (16 5) 

6, 4- (4-7;77x; + y) *7 'J > (52m g) £ 

h;bx> (5ml) fcflnffefclBLfcSL 4-^oD7x-MV-m-h 
(0. 2ml)^ l^P H m^ilML^ 0 ^liJLT£tt£il£aiBU h/l> 
i>-C^1-5Citci:»3«©^«l*4 3mg, JRig 5 5 %T»fc 0 

1 H-NMR (DMSO-dg , 500MHz) : <5 3. 94 (s, 3H), 
3. 9 5 (s, 3H) , 6. 4 4 (d, J =5. 5 Hz, 1 H) , 7. 2 0 (d, 
J = 9. 2Hz, 2H), 7. 3 2 (d, J =8. 5Hz, 2H), 7. 38 
(s, 1H), 7. 49 (d, J=9. 2Hz, 2 H) , 7. 51 (s, 1 H) , 
7. 58 (d, J=9. 2Hz, 2 H) , 8. 46 (d, J = 4. 9Hz, 1 H) 
, 8. 83 (b r s, 1 H) , 8. 8 3 (b r s, 1 H) 
Wiftmm (FD-MS, m/z) : 44 9 (M+) ,45 1 (M + +2) 

HWJ9 5 

N— (2-4 V7 , ab , ;l/7x-;l/) — N' - (4- [ (6, 7-'^ h*->- 
4-^yj;lQ tt->] 7x-;l>) frUT(16 6) 
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6, h**>-4- (4-7;77x; + y) +>/ »J > (44mg) £ 

HUx> (5ml) ICjta&fctfLfcgL 2->rv^ot 0 ;U7x-;U>rv^7^- 
h CO'. 2ml) £jtjn;U 8 0»IlIL/: o ^^notWTth 
> (1 0/1) TJg^t£^U#«^/^DV b?774 -iz&iomML, 

1 H-NMR (CDC 1 g , 5 0 OMH z) : 6 1. 2 1 (m, 6H) , 

3. 21 (m, 1H), 4. 04 (s, 3H), 4. 04 (s, 3 H) , 

6. 4 2 (m, 1 H) , 6. 6 3 (m, 1 H) , 7. 0 9-7. 5 5 (m, 11 
H) , 8. 4 6 (m, 1H) 
Wmmm (FD-MS, m/z) :4 5 7 (M + ) 

HWJ9 6 

N- {4- [ (6, 7->J* h**>-4-*y 7x^iH - 

N' -7x_;U7l/7 (1 6 7) 

6, 7-vV h + ->-4- (4-7i;7x; + -» +;>J> (5 lmg) £ 
hJl/x> (5ml) KM^LfcgL 7x^Vi/7^-F (0. 2ml) 
£tn>U 5 O^ltD^ji^L^o ^^no*/l,V7th> (10/1) T 

mbs 1 * > >j 77 y ;i/ # 5 a ? n ^ h y ^ 7 < - k «9 mm L s 

2 lmg. JR$4 1%T1#^ 0 
1 H-NMR (CDCl r 500MHz) :<54. 0 4 (s, 3 H) , 

4. 0 4 (s, 3H) , 6. 6 1 (m, 1 H) , 7. 0 5 (m, 1 H) , 7. 3 
6-7. 4 4 (m, 1 OH) , 7. 9 9 (s, 1 H) , 8. 3 1 (s, 1 H) , 
8. 3 6 (m, 1H) 

nam* (FD-MS, m/z) :43 1 (M + ) 
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mmm9 1 

N- {4- [(6, h^'>-4-t;'J^) t4->] 7x-;l.} - 

N' - (2--hP7x-;U) fruy (168) 

6, h*i/-4- (4-7U7x;^y) *y 'J > (83m g) £ 

(8ml) diglLtl, 4--ho7x-Mv>7^-b (3 
7 0mg) £?in;L N 4 0»i«U: o tfftb LT£fci|£il£aMKU h;Ui 

X H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3H), 
3. 9 5 (s, 3H) , 6. 4 6 (d, J = 5. 5 Hz, 1 H) , 7. 2 2 (m, 
1H), 7. 23 (d, J = 9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 7. 
51 (s, 1H) , 7. 62 (d, J=9. 2Hz, 2H), 7. 71 (m, 1 
H) , 8. 11 (m, 1H) , 8. 31 (m, 1 H) , 8. 46 (d, J=5. 
5Hz, 1H), 9. 62 (s, 1 H) , 9. 96 (s, 1 H) 

nmfttitm (FD-MS, m/z) :4 6 0 (M + ) 

HWJ9 8 

N — (2-7;7 7x-^) — N' - {4- [ (6, r*»>-4-* 
yjMO *±jS\ 7x-;b} 7U7 (16 9) 

N- {4- [ (6, l-V* b*is-4-*J 7xi;H - 

N' - (2-^hD7x^) 7L/7 (4 2mg) £N, N - =f-Jl*JlAT 
i Y/Wm^)l (12ml/6ml) fciSJBU 2 OKXMit'*? 
l(70mg) £fln;L 7K^5?fflmmSiCT3B#p a ^L/co RJ6tt*-fe5-f 

1 H-NMR (DMSO-d fi , 500 MHz) : 5 3. 94 (s, 3H) , 
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3. 9 5 (s, 3H) , 4. 7 7 (b r s, 2H) , 6. 4 4 (d, J =5. 5 
Hz, 1H), 6. 5 8 (m, 1H) , 6. 7 5 (m, 1 H) , 6. 8 5 (m, 
1 H) , 7. 1 8 (d, J =8. 5H z, 2 H) , 7. 3 4 (m, 1 H) , 
7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 58 (d, J=9. 2Hz, 
2H) , 8. 2 9 (s, 1H) , 8. 4 6 (d, J =4. 9 Hz, 1 H) , 
8.9 2 (s, 1 H) 
MbMJftt (FD-MS, m/z) :4 3 0 (M + ) 

mm 9 9 

N- {4- [(6, 7-y7h^y-4-^;'J^) t4'>] 7x-i} - 
N / - (3-- ho7x~;l/) g_UT (170) 
6, 7->M h + v-4- (4-7^7x; + y) 4-7 'J > (8 3mg) £ 
(6ml) KjniySJPPLfcSL 3--hD7 i -MVi/7^-h 
(3 8 4mg) ZtiaA., AOftmmmmWiLtZo ^^DntwbA/7th> 
(1 0/1) TJlia-f 3'>'J#W*77i^ov h/77>f -iCfc&fflHKU * 
■©<b£4&£ 4 4 m g , JR^ 3 4 %Tf#fc 0 

1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 99 (s, 3 H) , 
4. 04 (s, 3H), 6. 43 (d, J=4. 9Hz, 1 H) , 7. 10 (d, 
J = 9. 2Hz, 2H), 7. 38 (m, 2 H) , 7. 47 (d, J=8. 6H 
z, 2H) , 7. 5 7 (s, 1H) , 7. 8 1 (m, 2H) , 8. 1 9 (s, 1 
H) , 8. 3 1 (s, 1H) , 8. 4 6 (d, J =4. 9 Hz, 1 H) , 8. 5 
9 (s, 1H) 
li^t (FD-MS, m/z) :4 6 0 (M + ) 
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mmm 1 o o 

N — {4- [ (6, 1- ! J* Hr*>-4-*/ 7x-i} - 

N' -*>7i-)l>^VT (1 7 1) 

6, h*i/-4- (4-7i;7i7 + y) +7 U > (5 lmg) £ 

h;Ux> (5ml) KUafmmtfzWi, ttf-JUVi/TZ—h (0. 2ml) 
2fiFPM3feia«tLfco h> (10/1) 

mg, i&$4 1%T-I#fc 0 

X H-NMR (CDC 1 3 , 5 0 OMHz) : 5 0. 8 7 (m, 3 H) , 1. 
2 6-1. 3 0 (m, 1 OH) , 1. 5 3 (m, 2H) , 3. 2 7 (m, 2H) , 
4. 03 (s, 3H) , 4. 03 (s, 3H) , 5. 0 4 (m, 1 H) , 6. 4 

4 (d, J =5. 5 Hz, 1H) , 6. 9 7 (s, 1 H) , 7. 10 (d, J = 
8. 6Hz, 2H), 7. 41 (s, 1 H) . 7. 42 (d, J=8. 6Hz, 
2H), 7. 55 (s. 1H), 8. 46 (d, J=4. 9Hz, 1 H) 

Il^t (FD-MS, m/z) :45 1 (M + ) 

MffllOl 

N- (3-7U7xz;l/) -N / - {4- [ (6, 7->^ h*»>-4-4- 
J U JtQ *-*v/] 7x-;H 9U7 (17 2) 

N- {4- [(6, 7-vJ^h*'>-4-*>"JA) 7i-;H - 

N' - (3--hn7*-;W -7 1/7 (2 8mg) £N, N--^f^U7 

5 K/P®xf-;U (5m 1/2. 5ml) HjgJBU 2 0 %im.{t><v : J*P A- 
^ (9 7mg) £in;U 7K«»H»Tafi»wT3«rBI!«^L/io RJ6«*-fe7 

*Lfc 0 *ffiT*HM*U «i©ft^l3mg, P5 1K-C*fc 0 
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H-NMR ( C D C 1 g , 500 MHz) : 6 4. 0 2 (s, 3 H) , 
4. 03 (s, 3H), 6. 41 (m, 1H), 6. 41 (d, J=5. 5Hz, 
1H) , 6. 6 1 (m, 1H) , 6. 9 0 (s, 1 H) , 7. 0 5 (m, 1 H) , 
7. 09 (d, J=8. 5Hz, 2 H) , 7. 40 (s, 1H), 7. 43 (ra, 
1H), 7. 47 (d, J=8. 5Hz, 2 H) , 7. 55 (s, 1 H) , 8. 
03 (s, 1H), 8. 44 (d, J=5. 5Hz, 1 H) 
mmftftm (FD-MS, m/z) :4 3 0 (M + ) 

mm i o 2 

N-7U;b-N' -{4- [(6, 7-^hti/-4-^'J;t/) W] 
7x-;U} fri^r (1 7 3) 

6, 7-vV h*i>-4- (4-7;;7x; + -» +yj > (5 Omg) £ 
N, N-->7f;^;^7; K (5ml) fcjgJBLfcSL 7'JMvm-h 
(0. 2ml) £fln>U 8 0°CT1 5^r H m^«^L/Co SlSft^TK^JP^. # 
»if-^2lHl»tfjLfcll««i*IS«l«ttc^*L. fteKWffll^ h 'J OAT* 
*£0SL*: o i»ET*ttE£S±U n n*;UA/7* h > (10/1) T* 

61mg, 1R$9 6%T*#/c 0 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 9 0 (m, 2 H) , 

4. 03 (s, 3H), 4. 03 (s, 3H), 5. 12 (d, J = 10. 4H 
z, 1H), 5. 2 3 (d, J =17. 7 Hz, 1 H) , 5. 6 2 (s, 1 H) , 

5. 88 (m, 1H) , 6. 41 (d, J=4. 9Hz, 1 H) , 7. 08 (d, 
J=8. 5, 2H), 7. 39 (s, 1 H) , 7. 44 (d, J=8. 5Hz, 
2H) , 7. 54 (s, 1H) , 7. 75 (s, 1 H) , 8. 44 (d, J = 
5. 5Hz, 1H) 
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(FD-MS, m/z) : 3 7 9 (M + ) 

H»J 1 0 3 

N- {4- [ (6, 7 -it* Y*i/-A-*J U;U) j^vj 7^_;U} - 
N' - (1 -7-7f^) -)U7 (17 4) 

6, 7->?y h *->-4- (4-7;77x; + -» +7 U > (5 Omg) £ 
h;Ux> (5ml) Icflni&fcJBLfctJU l-^-7f-;U>fV >7*-h (0. 2m 
1) ^flO*.. 2 0#RMIMK*Lfco ^^nn*U/7th> (10/1) 

4 lmg, iR$5 

1 H-NMR (DMSO-dg , 5 0 0MHz) :<5 3. 9 5 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 21 (d, 
J = 9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 4 8-7. 6 5 (m, 7 
H) , 7. 92-8. 15 (m, 3H) , 8. 46 (d, J=4. 9Hz, 1 H) 
, 8. 80 (s, 1H) , 9. 20 (s, 1 H) 

Kfifttfrffi (FD-MS, m/z) : 4 6 5 (M + ) 

10 4 

N- (2-b'7x^) — N' - {4- [ (6, IzJlA h±:y-4-*; U 
;b) frjj/] 7x^1/} 7 1/7 (17 5) 

6, 7-^^ + ->-4- (4-7;77x; + y) *>"J > (52m g) £ 
h;Ui> (5ml) ^Jn«*»Lfefifex 2-h*7x-MV->7^-h (0. 2 
ml) £Jn;U 3 OaiBttPllMMlELfco £Sif£? n n*;UA/T-fe h > (10/ 

^56mg, )R$64 96T?»fc 0 
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i H-NMR(CDCl 3 , 500 MHz) : 6 3. 97 (s, 3H), 
4. 04 (s, 3H), 6. 35 (d, J=5. 5Hz, 1 H) , 6. 96 (s, 
1H), 7. 40 (d, J=9. 2Hz, 2 H) , 7. 14-7. 39 (m, 

I 1H) , 7. 5 4 (s. 1H) , 7. 89 (brs, 1 H) , 8. 0 8 (d, 
J=8. 6Hz, 1H), 8. 33 (d, J=5. 5Hz, 1 H) 

MbWrft (FD-MS, m/z) :49 1 (M + ) 

H«J 1 0 5 

N- (4-xf;l.7x^) - NT - {4- [ (6, 7 - h*»>-4-* 
yjJjU) 7x-^) frU7 (18 8) 

6, 7-vn + ->-4- (4-75;7x;*-» *>"J> (5 lmg) £ 
h;Ui> (5ml) {ctJO^j^L^ 4-if;l/7x^KV^7^- h 
(0. 2ral)«, 9 0^W^il?5?tL^o il^? Do*W7t h > 
(1 0/1) rJSBBt«'>U/7^l/*5A^n? -^.kDfflffljU S 

«©<b^ft* 4 2 m g „ 5 6 %^mz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 1. 1 8 (m, 3 H) , 2. 
58 (m, 2H), 3. 99 (s, 3H) , 4. 02 (s, 3H), 6. 39 
(d, J = 5. 5Hz, 1H), 7. 07 (d, J=9. 2Hz, 2 H) , 7. 

II (d, J=7. 9Hz, 2H), 7. 25 (d, J=8. 5Hz, 2 H) , 
7. 40 (s, 1H), 7. 42 (d, J=8. 5Hz, 2 H) , 7. 55 (s, 
1H), 7. 60 (s, 1H), 7. 81 (s, 1 H) , 8. 43 (d, J=4. 
9 Hz, 1H) 

«*##HI (FD-MS, m/z) :4 4 3 (M + ) 
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mmm i o 6 

N-OvV;l/-N / - {4- [(6, 7 - vV 4 -*J l» AQ ^4- 

■>] 7x-;H (18 9) 

6, 7-y>h + y-4- (4-7^7x; + y) > (5 2mg) * 

bJl^y (5ml) i:MMLfc^ ^> 7 *>7*- h (0. 2ml) 

llmg,iR$l 5%Tlto 
X H-NMR (CDC1 3> 500 MHz) : 6 4. 06 (s, 3H) , 4. 

07 (s, 3H), 6. 49 (d, J=4. 9Hz, 1H), 7. 20 (d, J 
= 9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 54 (m, 2 H) , 7. 5 

8 (s, 1H), 7. 65 (m, 1 H) , 7. 71 (d, J=9. 2Hz, 2 H) 
, 8. 04 (d, 3=7. 9Hz, 2 H) , 8. 50 (d, J=5. 5Hz, 1 
H) , 9. 53 (s, 1H) , 11. 04 (s, 1 H) 

OTfcWffc (FD-MS, m/z) :4 4 3 (M + ) 

*»M10 7 

N-xr^S/ftAfr'-Jtz-N' - {4- [(6, 7 - h^->-4-^yj 
;1Q 7xiil/} ^1/7 (19 0) 

6, 7-vV h*->-4- (4-7;77xy + y) +7U> (5 2mg) £ 
h;bi> (5ml) lcj»/gft?L*:gu xh + ^;^KVJ/7*-h 
(0. 2ml) ^Jo^ 1 5^IHran*Wt«ELfco ^^n^Wrt h> 
(1 0/1) T-S§gt'S>' I J*^>'l/^7A^n^h^77^-{Cj;i9i|t^L, & 
m<Dlt&®J*2 Omg. iRst5 2 8%-??#fco 

1 H-NMR (CDC L , 500 MHz) : <5 1 . 37 (t, J = 7. 3H 
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z, 3H) , 4. 1 0 (s, 3H) , 4. 1 7 (s, 3 H) , 4. 3 1 (q, J 
= 7. 3Hz, 2H), 6. 70 (d, J = 6. 1Hz, 1 H) , 7. 20 (d, 
J =8. 6 Hz, 2H), 7. 6 4 (s, 1H), 7. 7 2 (d, J =9. 2H 
z, 2H) , 8. 1 2 (s, 1H) , 8. 5 0 (d, J = 6. 7 Hz, 1H), 
1 0. 08 (s, 1H) 
I1MKFD-MS, m/z) :411 (M + ) 

H«J 1 0 8 

N- {4- [(6, 7-->7h^y-4-^;'J;l/) t^->] 7x-;H - 
N y - (2-^fJb7x-;b) frUT (56) 

6, h*->-4- (4-7^7i^y) +y U > (5 lmg) £ 

h;bx> (5ml) izmmmmitzik, 

(0. 2ml)», 15»l»Lf: 0 W^ D; };W7-lrF> 
(1 0/1) T-Jggg-fS>"J*y;l/*7A^D-7h^77>f-{c«kl5||S!iU * 
HOfb^tt* 6 1 m g > JtX^ 8 2 %T^7^ 0 

1 H-NMR (CDClg, 500MHz) : <5 2. 20 (s, 3H), 4. 
00 (s, 3H), 4. 03 (s, 3H) , 4. 31 (q, J=7. 3Hz, 
2H), 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 0 5-7. 2 0 (m, 6 
H) , 7. 3 9 (s, 1H) , 7. 4 2 (d, J =8. 5 Hz, 2 H) , 7. 5 
5 (s, 1H), 7. 60 (d, J=7. 9Hz, 2 H) , 7. 80 (s, 1 H) 
, 8. 4 5 (d, J =5. 5Hz, 1 H) 
nmftVrm (FD-MS, m/z) :4 2 9 (M + ) 
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mm i o 9 

N- {4- [ (6, 7-^^ Y*v-A-*J <J;U) *±ij} 7 - 
N' - (3-yfJb7x-;b) vlsT (5 5) 

6, r*S/-4- (4-7;;7x; + -» +7'J> (5 lmg) £ 

h;bJi> (5ml) i:«iLfcl 3->f ;b7x^K7->7? - h 
(0. 2ml) £Jn^ 1 5^HBP«««ELfco SS*?nn*W7t h> 
(1 0/1) T-SMt5'>'J*^U*5A^p-7hr77>f-^«fct)ffi8i!U £ 
*fi©fl;£4&*4 lmg. iK^5 6%T»fco 

1 H-NMR (CDC l g , 500 MHz) : 8 2. 32 (s, 3H), 
4. 02 (s, 3H), 4. 04 (s, 3 H) , 6. 43 (d, J=5. 5Hz, 
1H), 6. 93 (d, J=7. 3Hz, 1 H) , 7. 10-7. 22 (m, 6 
H), 7. 41 (s, 1H), 7. 44-7. 4 7 (m, 3H), 7. 5 6 (s, 
1H) , 8. 46 (d, J=5. 5Hz, 1 H) 
R«£fflI(FD-MS, m/z) :4 2 9 (M + ) 

mmm 1 1 o 

N — (2-7;M-d7x-;U) — N' - {4- [ (6, 1 - ! J / h*->-4- 
*yj;lO 7x£M -7 1/7 (6 0) 

6, 7-vM h*->-4- (4-7;77i7 + y) *>"J > (5 lmg) £ 
Ml^> (5ml) CMMLfcl 2-7Wo7x-HV->7*-h 
(0. 2ml) £Jn;U 1 5»BBJP«WtifELfco g«*^nD*W7-bh> 
(1 0/1) T-Ig|t5-> l J*W7A^D7h/77>f-i: < k^l!U * 
ao-fb^ft* 5 4 m g . 7 3 %THfc 0 

1 H-NMR (CDClg, 500 MHz) : 5 4. 01 (s, 3H), 
4. 04 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1 H) , 6. 97- 
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7. 0 4 (m, 2H) , 7. 10-7. 1 2 (m, 3 H) , 7. 4 2 (s, 1 H) 
, 7. 4 9 (d, J =9. 2 Hz, 2 H) , 7. 5 7 (s, 1 H) , 7. 7 3 
(s, 1H) , 8. 17 (m, 1H), 8. 3 5 (s, 1H), 8. 4 8 (d, 
J=5. 5Hz, 1H) 
K*##rffi (FD-MS, m/z) :4 3 3 (M + ) 

HWJ 111 

N- {4- [ (6, h*»>-4-*y jMQ £±v0 - 

N / -7nfc°;l^l^7 (1 9 4) 

6, 7-^y h + v-4- (4-7i;7i7 + y) +yj > (54m g) £ 
N, N-SMf\>U:7*;bAT5 K (3ml) KjgJULfc^ ?u t°Jl4 V fT* 
-b (0. 2ml) £Snx., 8 0°CT2 4B#r a m^S^L/; o S^ICtK^Jd^ 

TS&*Lfc 0 «ETfc»£S£U ^^D^A/7t h> (10/1) 

59mg, 1R^8 4%Tf#/c 0 

1 H-NMR (CDCl r 5 0 0MHz) : £ 0. 9 3 (m, 3 H) , 
1. 5 5 (m, 2H) , 3. 2 4 (m, 2H) , 4. 02 (s, 3 H) , 
4. 02 (s, 3H), 5. 47 (t, J=5. 5Hz, 1 H) , 6. 41 (d, 
J =4. 9Hz, 1H) . 7. 08 (d, J =8. 5Hz, 2H), 7. 39 

(s, 1H), 7. 43 (d, J=9. 2Hz, 2H), 7. 55 (s, 1 H) , 
7. 60 (brs, 1H), 8. 44 (d, J=5. 5Hz, 1 H) 

WMfttirm (FD-MS, m/z) :38 1 (M + ) 
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mmm i i 2 

N— {4 — [ (6, 7-->V Y*v-A-*J "MO 7x^} - 

N' - (4 -7^-;i/^;b^'-;b7^-;l/) frb7 (19 5) 

6, 7-^n + ->-4- (4-7^7x; + y) *y U > (54mg) £ 
h;bx> (5ml) CKL^ h'J7txy> (53mg) ^Jn^. N 20^Jo 
iftiBMLfco »4-7;y / <>'/7xy> (85mg) &2in*.> 1 B#TO 

g££g±U »^ontwbV7-feh> (10/1) tW^v/'J^^b 
*7i^o7 ^77^ -KckrjfifgiU mm<D<t&Va$: 1 9mg. JK*£2 1% 

1 H-NMR(CDC1 3 , 500 MHz) : 6 4. 01 (s, 3H), 

4. 04 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 12 (d, 
J=9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 4 6-7. 8 0 (m, 

1 2H) , 8. 1 4 (s, 1 H) , 8. 3 0 (s, 1 H) , 8. 4 7 (d, J = 

5. 5Hz, 1H) 

K*#flfliS (FD-MS, m/z) :519 (M + ) 

mmm 1 1 3 

N-^y/;U-N / - {4- [(6, 7-v^ Y*>s-A-*J 'J ;U) frjrvp 
7x-i} -7U7 (19 6) 

6, 7-^n + ->-4- (4-7;77x7+y) *y «J > (5 2mg) £ 
N, N-->7f/l/7t^7; K (3ml) IcjgjBLfcSL ^yJWVy7^ 
-h (0. 2ml) Z1]n^ 6 0TTF1 5«fWHHHIMt»Lfco KJSifcfcTkfcfln*.. 
^if-;bT2Hiatt}L^WaP^tSlD^7KT-^L^ &7k»-7- h <j $A 
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-VtiMltLo METim*8£L no*;bA/7-fe h > (10/1) 

63mg, UmS 4%T*mt: 0 
1 H-NMR (CDC lg , 5 0 0MHz) : 5 0. 8 5 (m, 3H) , 

1. 2 5-1. 4 7 (m, 6H), 1. 50 (m, 2 H) , 3. 26 (q. d = 
6. 7Hz, 2H), 4. 02 (s, 3 H) , 4. 02 (s, 3 H) , 5. 68 

(brs, 1H), 6. 40 (d, J=5. 5Hz, 1 H) , 7. 07 (d, J 
= 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 44 (d, J = 9. 2Hz, 
2H), 7. 55 (s, 1H), 7. 94 (s, 1 H) , 8. 43 (d, J=4. 
9 Hz, 1H) 

If^t (FD-MS, m/z) :4 2 3 (M + ) 

%mm 1 1 4 

N- (5--j->y-;U) -N' - {4- [ (6, 7-->V h*->-4-*y 'J 
;U) 7h^->] 7x^;l/} frUT (19 7) 

6, h + i/-4- (4-7;/7x/ + y) +y U > (5 lmg) £ 

h;bi> (5ml) li»»U HJ7**y> (5 4mg) £flO;U 1 25>» 

^s^L/co ms5m\z4-TZjj>y> (36m g ) tun*-, ae&mniAM 
^^notw^/7th> (lo/i) T?ssa-r5->y*y;i/*7 

^^^^77^ -C«k«9f§8!!U mmcoitSmZl 3mg. jR^i 6%-e^ 

1 H-NMR (CDC lg , 5 0 0MHz) : 6 2. 0 4 (m, 2H) . 

2. 8 2-2. 8 6 (m, 4H) , 4. 0 1 (s, 3 H) , 4. 0 3 (s, 3 H) 
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, 6. 40 (d, J =5. 5Hz, 1 H) , 7. 0 3 (m, 1H), 7. 08 
(d, J=8. 5Hz, 2H), 7. 13 (m, 1 H) , 7. 32 (s, 1 H) , 

7. 4 0-7. 5 7 (m, 6H), 8. 44 (d. J=4. 9Hz, 1 H) 
I1MKFD-MS, m/z) :4 5 5 (M + ) 

mmi 1 5 

N- (3, 4-vy h^->7x^) -N' - {4- [ (6, h^-> 
-4-^y U;U) 7x-;b} frU7 (19 8) 

3, 4-yy h + y7^'JX4 2mg) ^Fibx> (5ml) h 
«J*X^> (24mg) ^tjn^.. 2 2^PS!jn««flELfco SJ£fe6, 
h + >>-4- (4-7;;7x7^-» +;>J> (5 lmg) (5 2mg) £Jn 

Ltzo «EET*JK*S*U Sd££*oo*;UA/7-t? b> (10/1) TM&S 

g> ©1 8%^fce 

1 H-NMR(CDC1 3 , 500 MHz) : 5 3. 84 (s, 3 H) , 
3. 85 (s, 3H), 4. 01 (s, 3H), 4. 04 (s, 3H), 

6. 43 (d, J=4. 9Hz, 1 H) , 6. 7 5-6. 8 0 (m, 2 H) , 

7. 1 0 (d, J = 9. 2 Hz, 2H) , 7. 16 (s. 1 H) , 7. 3 8 (s, 
1H), 7. 41 (s, 1H), 7. 45 (d, J=8. 5Hz, 2 H) , 7. 

5 6 (s, 1H) , 7. 5 9 (s, 1 H) , 8. 4 6 (d, J =4. 9 Hz, 1 
H) 

MfeWr* (FD-MS, m/z) :4 7 5 (M + ) 
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mmm 1 1 6 

N- (3, A-^VyV**vy 3.=-)\s) -N' - {4- [ (6, 
h^->-4-4-y »J;U) *jrvj y^EiM f7UT (19 9) 

3, 4-if U>^t + '>7-'J > (8 0mg) £h;bx> (5ml) {cfgjg 
U h'Jxf;[/7;> (0. 5ml) %:lBzJz$k Y U t>Xf> (5 Omg) £fln 
^ lfi#F H m^ii^L^o M^&^6, 7-5^ h + ->-4- (4-7;y7x 
*;UX5 2mg) £fln;^ 1 0 O^MML/io Kfc&fc&g 

*;UA/7-feh> (10/1) -z?SBSt-<5'>'J •h>f)\,-h = 7i»>? - 
K«k!)*MB!U »f^6 2mg, iR$7 4%T^ 0 

1 H-NMR (DMSO-dg , 5 00MHz) : 6 3. 9 4 (s, 3 H) , 

3. 94 (s, 3H), 4. 19-4. 21 (m, 4H), 6. 43 (d. J = 

4. 9Hz, 1H), 6. 7 4-6. 7 8 (m, 2H), 7. 09 (s, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H) , 7. 37 (s, 1 H) , 7. 51 (s, 
1H), 7. 56 (d, J=8. 5Hz, 2 H) , 8. 45 (d, J=4. 9H 
z, 1H), 8. 47 (s, 1H) , 8. 69 (s, 1 H) 

K*&fim (FD-MS, m/z) :4 7 3 (M + ) 

mmm 1 1 7 

N-y^;b-N- {4- [ (6, 7-^/ h^>-4-^/ jjjlQ gjj/j 7 
-N' - (4-n^->7x-jb) (2 0 0) 

(0. 2 7ml) i:+l(0. 13ml) 6 0 °CT 2 B^D 

ilB^Lfco RMi:fh7tKn77> (8ml) tc^L/c6, 
+ S/-4- (4-7;77x^y) +7 'J > (3 0 3mg) *Jn^. N SffiKT 
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jEET*8*e*U SS^^oD^A/7th> (1 0/1) T'SMf 5->'J 
*y;l/*7A^Dvh^57-f-lc«k»?flMaU 6, 7-yy h + y-4 - (4 

CO 6, 7-->V h*->-4- (4-*;l/5;U7 S > 7x;+y) +y >J > 
(3 1 7mg) £x h7 t Kp 77> (9ml) fcigft? U 7kf?l{h7;U ~ A 
>J?-<7A (18 1mg) £flnx.. ^StcT2B#P^«i*L^o Sf&ttfcJfrftTi'* 

-feh> (1 0/1) T'Jg^-f 5v"J*^7A^n7 ^77^ -KJ;!9ff£| 
U 6, h + >-4- (4-^W^7x;+y) +yj >£2 3 

9mg|fc 0 

C CD 6 , 7-v ? ^h^'>-4- (4-yf-^T ;77x; + y) *>"J > (4 
9mg) £h;Ux> (5ml) i:|«U:i> 4-* h + ->7x^M7y 
7*-h (0. 2ml) Ztiaz., 12mmWmiti 0 ^^od^W 
7-fe h> (1 0/1) TS5a-t-Sv";*W*7A^p-7h^77>f-^J;t)^ 
JBlU 3tiOft^»*4 7mg^ JR*5 196Tftfco 

1 H-NMR(CDC1 3> 500 MHz) : <5 3. 38 (s, 3 H) , 
3. 77 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3 H) , 

6. 14 (brs, 1H), 6. 59 (d, J = 5. 5Hz, 1 H) , 6. 82 
(d, J=9. 2Hz, 2H) , 7. 21 (d, J=9. 2Hz, 2 H) , 

7. 29 (d, J=9. 2Hz, 2 H) , 7. 44 (d, J=8. 6Hz, 2 H) 
, 7. 45 (s, 1H) , 7. 5 2 (s, 1 H) , 8. 5 5 (d, J = 5. 5H 
z, 1H) 
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Ii^I(FD-MS, m/z) :4 5 9 (M + ) 

mmmi 1 8 

N-yfJb-N-7x-Jb-N / - {4- [ (6, 7-vV h^->-4-4y 
UAO ^>^T (2 0 1) 

6, 7-y7h + y-4- (4-7i;7x7 + y) *J U > (7 2mg) £ 
h;UJi> (7ml) fcJBiBU HJ*X^f> (52mg) £flD;U 3 ftlHHnf&l 
*Lfco RiEttfcN-yf-^7-»J> (0. 0 5ml) 1 BftKfftfttilftE 

iU ££St£?nn*;l,i>/7-fe h> (10/1) «t5'>'J»*7A 

1 H-NMR (CDClg, 500 MHz) : 5 3. 37 (s, 3H), 
4. 04 (s, 3H), 4. 04 (s, 3 H) , 6. 32 (b r s, 1 H) , 
6. 41 (d, J=4. 9Hz, 1H), 7. 07 (d. J=9. 2Hz, 2 H) 
, 7. 3 7-7. 5 3 (m, 8 H) , 7. 5 4 (s, 1 H) , 8. 4 5 (d, J 
= 5. 5Hz, 1H) 

MbWffc (FD-MS, m/z) :4 2 9 (M + ) 

H»J 1 1 9 

N-y^;u-N- (4-^ h^->-7^-;u) -N' -y^u-N' - {4- 
[(6, 7-yn^y-4-t;'J^) t^y] y ^-M uur (2 0 2) 

N- (4-y F + ->7x-^) -N' - {4- [ (6, h**>-4- 
+ yj;U) 7x^/H (9 9mg) £N, N-i?>fHU7 

S K (3ml) fc»BU TK^b^-hU^A (4 2mg) Ztia^ W.Uizr2 0 
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#fia«# Lfc& 3 (0. 0 3ml) £Jn*.. ^fiSTF 1 BSIHHI# L fc 0 

i^^OD*M/7t h> (1 0/1) T"SR5t"Sv"J^y;l/*^A^n^ h 

1 H-NMR (CDClg, 500 MHz) : 53. 23 (s, 3H), 

3. 24 (s, 3H), 3. 75 (s, 3H), 4. 05 (s, 3 H) , 

4. 06 (s, 3H), 6. 27 (d, J = 5. 5Hz, 1 H) , 6. 69 (d, 
J=8. 5Hz, 2H) , 6. 81 (d, J=9. 2Hz, 2 H) , 6. 89 
(d, J=9. 2Hz, 2H) , 6. 91 (d, J=9. 2Hz, 2 H) , 7. 

42 (s, 1H) , 7. 51 (s, 1H) , 8. 53 (d, J=4. 9Hz, 1 
H) 

©fi##rte (FD-MS. m/z) :4 7 3 (M + ) 

HWJ120 mmn 

3, 4-v ; ^OQ7x-JH-> h^-/7x-^F> 

OT n a p©^hoy $y (10ml) 4\ rff^ D n pOT-V-^ CI. 0 8 1 g) 
£OT D a D ©3, 4--^odK> vV ;U ? a >J K ( 2 . 0 9 5 g) trTOfflOW 
yf^l/t^ACIII) F'j7Mo^>xM4-h (6 2 0mg) ^^.x 
6 0°C(iT8^a^Lfc o KfES^*3k£*nn*wUA-e#B8U *ao* 

mm®4t&®$:2 7 Omg, JR*1 0%Ti#jto 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 9 0 (s, 3 H) , 
6. 98 (d, J = 9. 2Hz, 2 H) , 7. 56 (s, 1 H) , 7. 58 (d, 



WO 97/17329 



119 



PCT/JP96/03229 



J = l. 8Hz, 1H), 7. 79 (d, J=9. 2Hz, 2 H) , 7. 84 
(d, J = l. 8Hz, 1H) 

M£0Ht (FD-MS, m/z) : 2 8 0 (M + ) ,2 8 2 (M + + 2) 

mmmi 2 1 mm\) 

H»J 1 2 0 3 , 4-y?DD7 i -;b 4-^ h + ->7x-/b 
> (2 3 5mg) ^y^ny^ > (2ml ) icjgfl? U tK^TI. 0MI'd> 
HJ7n* F-^dd^>M (7ml) ^j(JD^. 2 tfejf# L fc&K 

£$j£l 7 3m g> iR$7 7KT?»fc 0 

1 H-NMR (DMSO-d c , 500 MHz) : 5 6. 91 (d, J = 
b 

8. 5Hz, 2H) , 7. 62 (dd, J = l. 8, 8. 6Hz, 1 H) , 
7. 68 (d, J=8. 5Hz, 2 H) , 7. 80 (d, J = 7. 9Hz, 1 H) 
, 7. 85 (d, J=l. 8Hz, 1H), 10. 55 (s, 1 H) 
VMifrftm. (FD-MS, m/z) : 2 6 6 (M + ) , 2 6 8 (M + + 2) 

mmm 1 2 2 

(4- [(6, 7-yy^y-4-t;'J^)t^y] 7x-^} (3, 4 
-^PD7x-;l>) (177) 

T;l/^>5BirF % Xffiffll 2 lT?»fc3. 4-^dd7x-^ 4-kKn 
+ ^x^ b-Yy (154mg) i4-y7W; 7 t°'J (77mg) 
**«>l/> (5ml) *^A*lSfi**#L*:o 3«4-^nn-6, 7- 
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h + v/^y'J > (1 2 9mg) £Jn*.^ 2 l^Mil^L/Co SJiES^ 

7*h> (2/1) TM^t5Se->U^W^Dvh^77>f-{CJ;0^SiU 
mm(D{t&®}% 8 1 m g . JRsg 3 i 

1 H-NMR (CDClg, 500 MHz) : 5 4. 03 (s, 3H), 
4. 0 7 (s, 3H) , 6. 6 8 (d, J = 5. 5H z, 1 H) , 7. 2 8 (d, 
J = 8. 5Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 60 (d, J=8. 5Hz, 1 H) , 7. 66 (dd, J = l. 8, 8. 6 
Hz, 1H), 7. 90 (d, J=9. 2Hz, 2 H) , 7. 91 (d, J = 
1. 8Hz, 1H), 8. 60 (d, J=4. 9Hz, 1 H) 

mm^mm cfd-ms, m/z) : a 5 3 (m + ) ,455 cm + + 2) 
mmm 1 2 3 mmv 

4- (4-bKot'>K>7>f;l/) ^h'J^ 

H«J2 2Tl#/c4- h U -n-y^;Uf->- 1-t h*y^Wx;-;b 
(1. 2 8 2 g) i»©4->7M>V^i^nij K (4 9 7mg) 
na*AA (5ml) fCjgJBU rpfia©t*X ( h 'J 7x^MX7-f >) ^7 
i^A (II) ^ o U K (8 m g) £A*U 1 ll^HftI«««ELfco 

* A -eft* L /Co «ET^S*«»^^2i (859mg) S:fh7kKn75 
> (2ml) * (5ml) i 6 Ni«*»?ft (1 2ml) ^^.T 

4B#IHM^Lfco Kfcg^^f&ftl&ft^ h 'J * ATKfgfti ? □ d*;UAT 
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orasiu mm<Dfc&®*2 5 omg. urns i%^mz 0 

1 H-NMR (DMSO-dg, 500 MHz) : 5 6. 91 (d, J = 
9. 2Hz, 2H), 7. 67 (d, J=8. 5Hz, 2 H) , 7. 80 (d, 
J = 7. 9Hz, 2H), 8. 01 (d, J=8. 6Hz, 2 H) , 10. 57 
(s, 1H) 

li^tfft (FD-MS, m/z) :2 2 3 (M + ) 

mmm 1 2 4 

4- {4- [ (6, 7-y> h*-/-4-*y jMO M < 

yy^ h ( (i 7 8) 

t;hj*>^t, nmmi23-cmtz4- (4-t ko^vovm^) o 

7- h >J ;U (2 3 0 m g) i 4 - Vtl-)IT I J t° 'J > ( 1 3 8 m g) 
U> (5ml) ^A*lg&#»#Lfco 1«4-^d-6, 7--^h 
+ ->+y I) > (2 3 Omg) *Jp^ 2 0^E!Jn»aMLA:o Rj£fi£«9*teft 
£t®7kltf- b U $ ATK^i * o a * p u*)ll±m*Wm& 

Il:?Dn*;l,A/^ixf^ (5/1) 7SH1-*WJi'> 'J * o 
"7h^77>f-^«kt)»«!L. mmofc&faZl 9 9mg. iR$4 7%Ti§7to 

X H-NMR (CDClg, 5 0 0MHz) : 5 4. 03 (s, 3 H) , 
4. 06 (s, 3H), 6. 68 (d, J=5. 5Hz, 1 H) , 7. 29 (d, 
J = 8. 5Hz, 2H) , 7. 45 (s, 1 H) , 7. 46 (s, 1 H) , 
7. 82 (d, J=7. 9Hz, 2 H) , 7. 90 (d, J=8. 6Hz, 2 H) 
, 7. 91 (d, J = 8. 5Hz, 2H), 8. 60 (d, J = 5. 5Hz, 1 
H) 
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»*##T*I (FD-MS, m/z) :410 (M + ) 

HWJ12 5 mnm) 

miS n n oO- hoy ^ y (1 Om 1) «K »®7-V-Jl/ (1. 0 8 1 g) 
t rf:BS n n n © 2-^;K>^;^d'JK (1. 5 4 6 g ) im8£n n n<?M 7 f-;b 
t^A(III) hU7;l/tn^>xM4-F (6 2 0mg) 6 0°C(c 

6 7 9 g. 1R$7 4%mtz 0 
WMfttit^L (FD-MS, m/z) :2 2 6 (M + ) 

H»J12 6 

Ite^J12 5tifc4-^h + ->7x^b 2-yf^7x^ ^rh>(l. 
66 Og) £?nn*;UA (1 0ml) t^JSU tK^TI. 0Mtfn>bDy 
n ; K-^ony*>?§& (29ml) ^S*it#L/Co 1 Bfeflt#& 

0M*'n>M)7n^ F-v>7od^>M (15ml) ^Ja^ ^ 

^2Bfe^Lfc^s^^^»ji 2 1 tmrn^-m-cmmu mm^t 

5 0 1 g. iR$9 6%-Tlt^o 
1 H-NMR (CDC1 3> 500MHz) : 6 2. 3 0 (s, 3H), 

6. 87 (d, J = 8. 5Hz, 2 H) , 7. 2 2-7. 2 9 (m, 3H), 

7. 37 (td, J = l. 2, 7. 3Hz, 1 H) , 7. 73 (d, J = 8. 5 
Hz, 2H) 

Il^lfrl (FD-MS, m/z) :212 (M + ) 
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mmmi 2 1 

{4- [(6, 7-^^y-4-^;'J^) t^y] 7x_;b} (2-y 
f^7x-;b) / 9 J > (18 0) 

T^n'>^Ts H»J1 2 6Tl#fc4-t Kn+->7x-;b 2-^;U7 
i^;U yh>(l. 3 3 4 g) t4-^yf^7;;t°'Jy> (8 4 5mg) 
&*i/U> (15ml) ^An^fflcHW^Lfco lW4-^nn-6, 7 

h + v^y u y (i. 4 0 6 g) £flD*., 2 3NFram*jaffiLfc 0 SJ&il 

-{c^ff®^ ^\zs^y/T^Yy (2/1) TlBgt5»Iv"J*y;b 
^o7h^77^-iat)«S?U mMQXt&®*l. 2 5 8 g. JR^5 0%T- 

1 H-NMR (CDC lg , 500 MHz) : 6 2. 37 (s, 3 H) , 
4. 02 (s, 3H), 4. 06 (s, 3H), 6. 65 (d, J=4. 9Hz, 
1H), 7. 23 (d, J=8. 6Hz, 2 H) , 7. 25-7. 35 (m, 
3H) , 7. 3 9-7. 4 2 (m, 1 H) , 7. 4 5 (s, 1 H) , 7. 4 6 
(s, 1H), 7. 91 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J=5. 
5 Hz, 1H) 
Mfttffll (FD-MS, m/z) :3 9 9 (M + ) 

mmm 1 2 8 

(3- [ (6, 7-v^ h*»>-4-*7 UAQ 7^-^} 
£Z> (1 8 1) 

4-*no-6, 7-v^ h*->*y U > C 1 1 2mg) £ rfJB&Fn© 3 - t K 



WO 97/17329 



12 4 



PCT/JP96/03229 



o + M>v*7xy> (2 9 7mg) tm&U 1 7 Ot+l 0£fifl«#Lrt:SU 
SfS-®^^^^*>/T-tr h > (2/1) TfSH-t5iiJI'>U/7y;l/^nvh 

1 H-NMR (CDClg, 90Mz) : 6 4. 0 4 (s, 3 H) , 4. 05 
(s, 3H), 6. 53 (d, J=5. 3Hz, 1 H) , 7. 34-7. 88 
(m, 11H), 8. 53 (d, J=5. 3Hz, 1 H) 

WMftVtm (FD-MS, m/z) :3 8 5 (M + ) 

H»J2 2T^fc4- h U-n-yf-;Uf->- 1 -J ?Jl7 x y 

(1. 2 8 2 g) imiSa n n0 2-7D^;U^D >J K (3 9 2mg) ^7ddW 
A (5ml) K7§8?U OTn n D<0 (h 'J 7i-i*774 » /<5^^A 
(II) ?niJK(8mg) £A*U 1 l^lil^L/io £fc®£^£Hi60iJ2 3 
£ ^»©j&£"e#B*5«fK: «fc t) r;Hi*«R7KBEKv <7 A« 

Lfco *ET*IKS*fc1§fcSSi6 (6 6 2mg) *fh7tKn77> (2ml) 
tK (5ml) <h6N^StoK*« (12ml) ZtoZT 3 9$mm& 

8mg, iR$3 9%T1§^ 0 

1 H-NMR (DMSO-dg , 500 MHz) : 5 6. 76 (dd, J = 
1. 2, 3. 1Hz, 1H) , 6. 91 (d, J=8. 5Hz, 2 H) , 
7. 33 (d, J=3. 1Hz, 1H), 7. 87 (d, J=8. 5Hz, 2 H) 
. 8. 06 (d, J=l. 2Hz, 1H), 10. 39 (s, 1 H) 

mmftftm (FD-MS, m/z) :188 (M + ) 
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mmmi 3 o 

{4- [ (6, 7-2/ h^->-4-*7 'J ;U) 7x 
7 ?7 > (18 2) 

T;bn*>^T> HWIl 2 9tMfc2-7D^;b 4 - t + x^;U 
^rh> (205m g) £ 4 -vV^^T^ 7 h°U Vy (1 4 6mg) 
> (5ml) 4^Atl^-Mf#lfc 0 lB#r^4-^DD-6, 

U > (2 4 4mg) £Un;U 2 O&fmmt&M'tfiLtZo £J&g£&|£f&;fag£ 

1 H-NMR (CDClg, 500 MHz) : S 4. 03 (s, 3H), 
4. 07 (s, 3H), 6. 63 (dd, J = l. 8, 3. 7Hz, 1H) , 
6. 65 (d, J=5. 5Hz, 1H), 7. 28 (d, J = 8. 5Hz, 2 H) 
, 7. 3 2 (d, J =3. 7 Hz, 1 H) , 7. 4 7 (s, 1 H) , 7. 4 8 
(s, 1H), 7. 73 (d, J=l. 8Hz, 1 H) , 8. 14 (d, J = 
9. 2Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 H) 
Kftfr&Tfit (FD-MS, m/z) :3 7 5 (M + ) 

%mm 1 3 1 (##0J) 

rfrS£n n n©-hn7 (5ml) mBSoWT^V-Jb (5 4 lmg) £rf5 
K®3-^fM>^;^oij K (7 7 3mg) t rfrl^©** > W A 
(III) h ij 7^to> ^>7.;l>**- h (4 9mg) 6 0 °CtwT 1 B&fl! 
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5mg, JR*5 6 96T»fc 0 
liMt (FD-MS, m/z) :2 2 6 (M + ) 

HJfePJl 3 2 (#%0J) 
4-bKD^y7x-Jl' 3 -t f;l>7x- jU h > 
HWJ13 1T'H^4-n + '>7x^l/ 3-^f^7x-;b >rh> 
(6 03mg) %is?oaJ?y (3 ml) KSJBU *#T1. 0M*'d> h 
■J7*o; K-^dd^>S» (11ml) £fln;U M^tlffLteo 2 21$ 

BB»RjsiB^tt*iij6wi 2 1 tmm®ij&-cmmi, mmoit&Mzz 1 6m 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) :<52. 3 8 (s. 3 H) , 

6. 89 (d, J=8. 6Hz, 2H), 7. 3 7-7. 4 7 (m, 4 H) , 

7. 65 (d, J=8. 6Hz, 2H), 10. 42 (s, 1 H) 
liMi(FD-MS, m/z) :212 (M + ) 

H»J 1 3 3 

{4- [(6, 7-^ht->-4-^'J^) t^->] 7x-;b} (3-/- 
f-;U7x_;u) y $ j y (18 3) 

x^;b Yh> (3 0 7mg) i4-^^5 1 ;UT^ J b°'J (1 9 4mg) £ 
4->U> (5ml) *^Aft£fl4*#Lfco 1W4-^od-6, 7-S> 
^ r*f*y 'J > (3 2 4mg) £Jjn* N 2 3«rl«tWIWl*Lfco RlSa^tt* 
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mmm 1 2 2 1 wm<oi5&re&m u mm®it&®& 2 6 2 m g . jr^4 5 %t- 

X H-NMR (CDC1 3 , 500 MHz) : 5 2. 44 (s, 3H), 
4. 03 (s, 3H), 4. 06 (s, 3 H) , 6. 66 (d, J=4. 9Hz, 
1H), 7. 27 (d, J=8. 6Hz, 2 H) , 7. 38 (t, J = 7. 3H 
z, 1H), 7. 41 (d, J = 7. 3Hz, 1 H) , 7. 46 (s, 1 H) , 

7. 49 (s, 1H), 7. 59 (d, J = 7. 3Hz, 1 H) , 7. 64 (s, 
1H), 7. 93 (d, J=8. 6Hz, 2 H) , 8. 57 (d, J = 5. 5H 
z, 1H) 

IlMt (FD-MS, m/z) :3 9 9 (M + ) 

mmrni 34 

^WJ2 2T^/c4- h U-n-7'^;Uf->- 1 - ^ f^7x7-^ 
(1. 2 8 2 g) irfJlSn n n©4-^- hDK>^;^D 'J K (5 5 7m g) 
oo*;bA (5ml) IC^L> mi£n D n 0t:X (MJ7x-;^X7^» 

(II) ?oU K (8 m g) £A*U 2 3 ^mm^MWt L fc c SlEjl^Kr* 

•> ATiaiLfco *ETtm&&mt&Mt u. 0 4 7 g) h7 1 K07 

5> (4ml) tK (5ml) £6N£ft?k#tt (1 5ml) £J(D;L 

xiiftjniftjffifEL^o K^m^m^mmmi 2 3 tmmojj&X'mmu mm® 

M&m* 398mg, JR$55 %T?ftt: 0 

^ H — NMR (DMSO-dg , 5 0 0MHz) : 56. 92 (d, J = 

8. 6Hz, 2H), 7. 69 (d, J=8. 6Hz, 2 H) , 7. 89 (d, 
J = 8. 5Hz, 2H), 8. 36 (d, J=8. 5Hz, 2 H) , 10. 62 
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(s, 1H) 

JM£*r*t (FD-MS, m/z) :2 4 3 (M + ) 

mmm 1 3 5 

(4- [(6, 7-97hty-4-t; i Ji) tty] 7x-i} (4-- 
bu7*.-)l>) t>? jy (184) 

7;b^>^Ts HWJ13 4«:4-tKn + ->7x^ 4--hn7 
x-;b >rh> (3 7 Omg) i4-y^f^7 ; 7 t°U v> (2 0 4mg) £ 
+ i/l/>(5ml)^A*iIfi4«^Lto 1«4-^od-6, 7-v 
^ + v/+;'J> (3 4 Omg) £Jd;u 2 3B#p a W&iifltL^o Sfiy/I^S- 

hwji 3 otmm^mr-mmu m&<Dit&®*2 3 8m gx j»3 6%t- 

»fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :8A. 03 (s, 3 H) , 
4. 07 (s, 3H), 6. 69 (d, J=4. 9Hz, 1 H) , 7. 29 (d, 
J = 8. 5 Hz, 2H) , 7. 4 4 (s, 1 H) , 7. 4 7 (s, 1 H) , 
7. 93 (d, J=9. 2Hz, 2 H) , 7. 96 (d, J=8. 5Hz, 2H) 
, 8. 37 (d, J=8. 5Hz, 2 H) , 8. 60 (d, J=5. 5Hz, 1 
H) 

(FD-MS, m/z) :4 3 0 (M + ) 

nmm 1 3 6 mmv 

4-hF'a^->7x-Jl/ 3, 4-^fl/>-^y7x-Jb h > 
%W^\2 2T^^c4- h U -n-yf-;Uf->- Y t * )17 J - )\< 
(1. 2 8 2 g) imiSD n n©t°^o^.n^;l/^o 'J K (6 6 4m g) £^on* 
;UA (5ml) tC&fgU Tfri&£©tiX (hij7x-MX7>f» W 
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(ID *n>J K (8 m g) £AtU lfftMilML7t 0 £JSM£$l£^«J 2 3 

L/Co «ET«FHES*»»fcM (1. 0 3 0 g)^fb7t Ko77> 
(2ml) {c^^-tf, 7k (5ml) £6NttfflbK*tt (12ml) 

io.5 mmmmmffi i tz 0 Butsm&htfgm 1 2 3 1 ^o^stmi u 

mm<Dit&m*2 1 2mg N 42*2 9%T1#^ 0 

1 H-NMR (DMSO-dg, 500 MHz) : <5 6. 15 (s, 2H), 

6. 88 (d, J=8. 6Hz, 2 H) , 7. 04 (d, J=7. 9Hz, 1 H) 
, 7. 21 (d, J = l. 2Hz, 1H), 7. 24 (dd, J = l. 8, 7. 

9Hz, 1H), 7. 62 (d, J=9. 2Hz, 2 H) , 10. 34 (s, 1 
H) 

K*#*FHI (FD-MS, m/z) :2 4 2 (M + ) 
H»J1 3 7 

(4- [(6, 7-v^ h^v-4-^yj;U) 7x-ib} (3, 4 

-yfl/>-^y7x-ib) (185) 

T;m*>^T> l£WJl 3 6-Cl#fc4- t Ko + y7i^ 3, 4-^ 
U>iJ*3ri;y >rh> (2 02mg) t 4 - v> ^ JlT i J h° U 5? > 

(112mg) (2ml) ^Aft^i£+£#L*: 0 lB^U-? 

nn-6, 7-^^ + y+yj>(18 7mg) ^fc 2 0»iIIL 
/Co SJbi^^lW] 1 2 4 £ ^©^ST&S U mm®4t&®$: 13 5m 
gv iK^3 8%-ef#fc 0 

1 H-NMR (CDClg, 500 MHz) : 6 4. 04 (s, 3H), 
4. 06 (s, 3H), 6. 09 (s, 2H), 6. 64 (d, J=4. 9Hz, 
1H), 6. 89 (d, J = 7. 9Hz, 1 H) , 7. 26 (d, J = 8. 5H 
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z, 2H) , 7. 38 (d, J=l. 8Hz, 1 H) , 7. 41 (dd, J = 
1. 8, 7. 9Hz, 1H), 7. 46 (s, 1 H) , 7. 49 (s, 1 H) , 
7. 88 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J=4. 9Hz, 1 H) 
n*AVm (FD-MS, m/z) :4 2 9 (M + ) 

H«J 1 3 8 (##0J) 

3- HJ 7;M-py f^UTx^k 4-y ht->7x^ »h> 
TfJlRffiO- h o y ^ > (10ml) 4\ mBSn a D ©T^V-;U (1. 0 8 1 g) 
irfJiSn a D0 3- (hU7JWoyf;l/) <>7-fi^o'J K (2. 0 8 6 g) £ 
ffiHSiSo-i' yr;Hf«7A (HI) h U 7;bta^ *>x;U**- h (6 2 0mg) 
*JpiL. 6 0°Cf-TlHfc«#L^o SiSfi^^HJfeWl 2 0 £^«©^feT'«l 

m u mmext&mz 1 1 9 m g > jr* 2 6 %ti#/c 0 

X H-NMR (CDClg, 500 MHz) : 5 3. 91 (s, 3H), 

6. 99 (d, J = 9. 2Hz, 2 H) , 7. 6 0-7. 6 4 (m, 1 H) , 

7. 8 0-7. 8 3 (m, 1 H) , 7. 82 (d, J=8. 5Hz, 2 H) , 
7. 9 3-7. 9 4 (m, 1 H) , 8. 0 1 (s, 1 H) 

W&Wm (FD-MS, m/z) :2 8 0 (M + ) 

H«J 1 3 9 (###J) 

HWJ1 3 8T^3- h 'J 7;U^-pyf-JU7x-;U 4-^ h + ->7x-Jb 
^b> (6 5 7mg) £N, N - i?J ?-;U*;UA7 I K (3 5ml) fcjgJRU 
^MJSAf-tfy h + ->K (4 1 1ml) T)l^y%MTinm^fm 

muz 0 &tjm&to**mm3 3 i^o^-e&su mm^t^®* 4 5 4 

mg. jRs*7 3%T-^fco 
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H - NMR (CDC lg , 500 MHz) : <5 5. 85 (s, 1H) , 
6. 94 (d, J=9. 2Hz, 2H), 7. 62 (t, J=7. 3Hz, 1 H) 
, 7. 78 (d, J=9. 2Hz, 2 H) , 7. 83 (d, J = 7. 3Hz, 1 
H) , 7. 93 (d, J = 7. 3Hz, 1 H) , 8. 01 (s, 1 H) 

mmm 1 4 0 

(3- h 'J7Mny {4- [(6, 7-^n^-4-t 

7 U;tQ j^i/j 7^-;U} > (18 6) 

7Ao*>^T\ 9mm 1 3 9THfc3- h 7Woyf;l/7x-;l/ 4- 
tKo + y7x^Jb h> (4 3 2mg) i4-^PD-6, 7-y> h + -> 
+ 7 U > (3 6 3mg) *i?xf 3-;l/y^f ;l/i-f ;l/ (10ml) 

1 6 0WllWI«L/:o Efcg^fctSfoRifeJc** h 

^ (5/1) T-Jg^1-a^MvU^y^^nvh^77^-{lct«9MSliL. &g 
0-ffc£#J& 2 0 4m g> 2 8 %Tl#/c 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :54. 03 (s, 3 H) , 
4. 07 (s, 3H), 6, 69 (d, J = 4. 9Hz, 1 H) , 7. 30 (d, 
J=9. 2Hz, 2H), 7. 47 (s, 2 H) , 7. 66 (t, J = 7. 9H 
z, 1H) , 7. 87 (d, J=7. 9Hz, 1 H) , 7. 92 (d, J=9. 
2Hz, 2H), 8. 00 (d, J = 7. 9Hz, 1 H) , 8. 08 (s, 1 H) 
, 8. 60 (d, J=4. 9Hz, 1 H) 

(FD-MS. m/z) :4 5 3 (M + ) 
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nwji4i mm\) 

OTo n D ©-ho,^> (5ml) 4\ mBSiS.©7-V-^ (0. 5ml) £rfJ 
BKS,©>'^n/s+1f>*;U+*-JU^o U K (0. 63ml) tr$WLnh<D<< v t)1 
£•7 A (III) h'j7Mo^>xM4-h (2 8 8mg) 6 0ti: 

^07h/77-f -fcJ^ffigJU &m<D{t&®l£5 1 7mg, JK^5 1 

1 H-NMR (CDC1 3 , 5 0 OMH z) : 5 1. 2 1-1. 8 8 (m, 
10H), 3. 19-3. 25 (m, 1H) , 3. 87 (s, 3H), 6. 93 
Cd, J = 9. 2Hz, 2H), 7. 94 (d, J = 9. 2Hz, 2 H) 
Wm^m (FAB-MS, m/z) :2 19 (M + +l) 

m&mi 4 2 

4-'>^n^\^y/;b77;U^-;b-l-bKo^->K>-i?> 
mmWl 4 1T*'&K4 - is 9 u^*i/J\,i] )l,tf-Jl- 1 - J h*>"<>-hr> 
(5 17mg) £N, N-5Mf-;l/iM/A7 5 K (2 0ml) l£&JS?U h U 
7Af^-y h + v/K (5 3 8mg) £fln;U 7;^'>I1T1 «ffaj0»iB«EL^o 

h > -MM* s >"j # yvu ? o t h 7 ^ - x *) mm. u mmoik&mz 

4 8 7mg, ©9 3%r#fc 0 
1 H-NMR (CDCL, 5 0 OMH z) : 5 1. 2 3-1. 8 8 (m, 
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1 OH) , 3. 19-3. 2 5 (m, 1 H) , 6. 06 (brs, 1H), 
6. 89 (d, J=8. 6Hz, 2H), 7. 90 (d, J=8. 6Hz, 1 H) 
fil^ffi (FD-MS, m/z) :2 0 4 (M + ) 

HWJ14 3 

£±iS\ K>-t?> (l 8 7) 

TJiztymtT, 4 2t-^4 - u^i/Mbx-A,- 1 - 1 

Ko + v/'<>-tf> (2 7 3mg) £4-* no- 6, 7 - v>V h + ^>+y 'J > 
(lOOmg) (0. 2ml) izfem 

1 6 0°C*3 0#fa«#Lfco Rf^£4fc**&?n&K7k** h U ^A*^ 

1 H-NMR (CDC l 3 , 5 0 0MHz) : 6 1. 2 1-1. 9 3 (m, 
10H), 3. 2 4-3. 2 9 (m, 1H) , 4. 03 (s, 3 H) , 4. 06 

(s, 3H), 6. 60 (d, J=5. 5Hz, 1 H) , 7. 24 (d, J = 
8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 47 (s, 1 H) , 8. 05 

(d, J = 8. 5Hz, 2H), 8. 55 (d, J = 5. 5Hz, 1 H) 

Wmftftm (FD-MS, m/z) :3 9 2 (M + +l) 

m^O-hny (10ml) ^ rfTigfnOT-V-;!/ (1. 0 8 1 g) 
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imi5o n n©2- (h 'J7Mo^ Kyy^Jltu U K (2. 0 8 6 g) £ 
rf?B5D n n©-r ^x;bt'^A(III) hU7MD^>Xi^^-F (6 2 0mg) 
6 0tl:t6i^WLfco Bjm&mzfct? v**Jl>J*-Cft®&^ 

iHU «JBO^k^ft*l. 4 0 2 g^JR$5 0 5XiT'Ifco 

1 H-NMR(CDC1 3 , 500 MHz) : <5 3. 8 8 (s, 3H), 
6. 93 (d, J=9. 2Hz, 2H), 7. 3 7-7. 3 9 (m, 1 H) , 7. 

6 0-7. 6 3 (m, 2 H) , 7. 7 5 (d, J = 9. 2Hz, 2 H) , 7. 7 
3-7. 7 8 (m, 1H) 

(FD-MS, m/z) :2 8 0 (M + ) 

n«U4 5 mm\) 

HWJ1 4 4t?^2- h 'J7Md^^7i^ 4-^ ^->7x^ 
^rh> (1. 4 0 2 g) £N, N - 'J/ *)\,*)IJ*7 i K (15ml) ic}§J$?U 
h + v/K (8 7 7mg) 7 Jl* >&iTF 4 ttMAfilMi 

^l/co R^s^«wj3 3 iE«©#s-e*iau mm<D4t&®% 

1. 0 5 0 g^ 1R$7 9%T^7t 0 
1 H-NMR (CDC lg , 5 0 0MHz) : 5 5. 8 8 (s, 1 H) , 

6. 87 (d, J=8. 5Hz, 2 H) , 7. 3 7-7. 3 8 (m, 1 H) , 

7. 5 8-7. 6 3 (m, 2 H) , 7. 71 (d, J=9. 2Hz, 2 H) , 7. 

7 6-7. 7 8 (m, 1 H) 

W&fttirm (FD-MS, m/z) : 2 6 6 (M + ) 



WO 97/17329 



1 3 5 



PCT/JP96/03229 



mmm i a 6 

(2-h'j7;l/toyfi7x-;l.) {4_[( 6t 7 _ h^>- 4 

7 UAQ j^i/j 7x-ib) 7^7 > (3 5) 

hKo + i/^iJijU 7"F> (9 5 9mg) t 4 - ^Jb7 ^ J t°'J i?> (4 

8 4mg) ^vb> (7ml) ^AftM+ifftLfco 1 B#IB!» 4 - ? n n 
-6, h*S/*7 U > (8 0 5mg) *fln;U 1 ttftIJlWB«E L fc G RiE 
fi£tt£H»m 3 0 il^O^&T^SU M©jfc^ft*8 9 9mg, JR^ 
5 

1 H-NMR(CDC1 3 , 500 MHz) : 5 4. 01 (s, 3H), 
4. 06 (s, 3H), 6, 67 (d, J=5. 5Hz, 1 H) , 7. 22 (d, 
J = 9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 4 2-7. 4 4 (m, 1 
H) , 7. 4 5 (s, 1H) , 7. 6 2-7. 6 8 (m, 2H) , 7. 8 0- 
7. 8 1 (m, 1H) , 7. 8 7 (d, J =8. 6 Hz, 2H) , 8. 5 8 (d, 
J=5. 5Hz, 1H) 

fflfc5MJr* (FD-MS, m/z) :4 5 3 (M + ) 

»feM 147 

4-n-7'f^7x-;b 4_ L y_±±±l2-^ik ^> 

r^JEn c 50-ho>^> (10ml) + N rfT»S®7-V-;U (1. 0 8 1 g) 
i7frlSn n n0 4- (n-7f-;b) O^^o'J K (1. 9 6 7 g) <hmiSn n a o 
^•y^Hf^Adll) h'j7^n^^>^t4-F (6 2 0mg) £fln;L N 
6 0^l=T6B*MiI#Lfco £J&adtt«JtttMl 2 0 t»^IL^ 
%M(Dit&®& 8 6 3mg, JR¥3 2%T^fc 0 

H — NMR (CDC L , 500 MHz) : 6 0. 9 5 (t, J=7. 3H 
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z, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2 H) , 1. 64 (q 

uint, J = 7. 3Hz, 2H), 2. 69 (t, J = 7. 3Hz, 2 H) , 

3. 8 9 (s, 3H) , 6. 9 6 (d, J =9. 2 Hz, 2 H) , 7. 2 7 (d, 

J=8. 6Hz, 2H), 7. 69 (d, J=8. 6Hz, 2 H) , 7. 82 

(d, J=9. 2Hz, 2H) 

nm&mm (FD-MS, m/z) :2 6 8 (M + ) 

1 4 8 

4-n-yf-;l/7x~;l/ 4 - fc Ko^->7 x-;b y h> 
HJfcflll 4 7-e^4-n-^Jl/7x-;b 4-n + ~>7x-Jl/ >r h > 
(8 6 3m g) £N, N-y7fJl/^l/A7i K (5 0ml) KjgJISU ^ h U 
h + '>K(5 6 3mg) £tJQ;i> 7;^->tlT7^f|MML/: 0 

acfi^»*^jiii«i3 3 £E«©#8rcJGau mmofci*®*! 8 7m g , jr 

^9 6%T^?to 

1 H-NMR(CDC1 3 , 500 MHz) : 50. 95 (t, J = 7. 3H 
z, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2H), 1. 64 
(septet, J=7. 3Hz, 2 H) , 2. 69(t, J=7. 9Hz, 
2H) , 6. 35 (s, 1H), 6. 92 (d, J=8. 5, 2 H) , 7. 28 
(d, J = 7. 9Hz, 2H), 7. 69 (d. J=8. 6Hz, 2H), 
7. 77 (d, J=8. 5Hz, 2 H) 
Wm^m (FD-MS, m/z) :2 5 4 (M + ) 
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mmm 1 4 9 

(4-n-7f;l>7x-;l/) {4- [(6, 7 - V* MH^ 4 U;lQ 
a-*»>3 (4 0) 

7;U=f>5$IET\ »J14 8Tlfc4-n-yf;b7x^ 4-fcKn* 
■>7x^l/ h> (7 2 7mg) <h4-^op-6, 7-^h*WJ> 
(6 3 9mg) ^yifl/>^ijn-;l/y7f;bi-f;b (10ml) KfcJBS 

-fcK 1 8 owi o^raJn«ai«tL^o SfEs^^fiafD^it^ k u 

Omg. P3 2KT?»fc 0 

X H-NMR (CDClg , 5 0 0MHz) : <5 0. 9 5 (t, J =7. 
3Hz, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2 H) , 1. 62 
~ 1. 68 (m, 2 H) , 2. 71 ( t , J = 7 . 3Hz, 2H), 4. 04 

(s, 3H) , 4. 07 (s, 3H) , 6. 65 (d, 3=4. 9Hz, 1 H) , 
7. 26 (d, J=8. 5Hz, 2H), 7. 31 (d, J=7. 9Hz, 2 H) 
, 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 76 (d, J = 7. 9H 
z, 2H) , 7. 9 2 (d, J =8. 5 Hz, 2 H) , 8. 5 8 (d, J = 
5. 5Hz, 1H) 

K*£*flif[ (FD-MS, m/z) :44 0 (M + -1) 
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mmm 150 

3-7Ji/to7x-Jl/ 4- * b^iyy x-;b >r h > 

rfTH5o a n©-hoy (5ml) 4\ m&iS©7-7-;U (541mg) irfr 
IS n n n©3-7;^DK>vV;U^a «J K (7 9 3mg) i» n ©X*>^-7A 
(III) h 'J^^ay ?>x;U**- h (49mg) £fln;U 6 0°Cf::T3 BPeO 

g»##Hf (FAB-MS, m/z) :23 1 (M + +l) 

HWJ 1 5 1 (##M) 

^Sfeflll 5 0Tifc3-7Mn7 J :-;l/ 4-yK->7x-^ 
(5 8 0mg) £v?*on;**> (5ml) izfflgL tK^TI. 0M*'n>h 
■J^n; K-v?^no^>M (2 3ml) £Jn;i, MS*3«6jt^L/=o R 

tim&mzm&mi 2 1 £H«©2risn?*iau mskvut&mz* 0 2m g . jr 

$7 4%T"Hfc 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : <5 6. 9 1 (d, J = 
8. 5Hz, 2H), 7. 44-7. 49 (m, 3H), 7. 57~7. 61 
(m, 1H), 7. 68 (d, J=8. 5Hz, 2 H) , 10. 51 (brs, 
1H) 

Kmavm (fab-ms, m / z ) =217 (m + +d 
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HWJ15 2 

{4- [(6, 7-^h4^-4-^'Ji)tti/] 7x^} (3-7 
ibto7x-i) I 5 J > (17 6) 
7;Un*>^7\ 39tW15 1T»fc4-tKo + i/7iiA 3-7;M-o 
^rh> (3 7 3mg) £ 4 - f-;U7 $ V t° U i? > (2 3 2mg) 
*+*>U> (5ml) *^Ansa*lI^Lfeo 3B#Ra&4-?nn-6, 7- 
V* Y*^*J U > (3 8 6mg) ^fcs 2 1 I^Rgfln&ififfiLfco SJ^jI^I 

ct^m^M, Il^on*;l/A/ft»xf;b (5/1) T-SK§*SS«S/y*>r 
HD7h^77^ -K«fc*)*fKU mm<D^^4 8 4mg. W7 0%T 

1 H-NMR (CDC 1 3 , 500MHz) : 5 4. 04 (s, 3H), 

4. 07 (s, 3H), 6. 67 (d, J=4. 9Hz, 1 H) , 7. 28 (d, 

J = 7. 9Hz, 2H), 7. 31-7. 33 (m, 1 H) , 7. 46 (s, 
1H), 7. 47 (s, 1H), 7. 48~7. 53 (m, 2H), 7. 59- 

7. 61 (m, 1H) , 7. 93 (d, J = 8. 6Hz, 2H), 8. 59 (d, 
J=5. 5Hz, 1H) 

II^IKFD-MS, m/z) :4 0 3 (M + ) 

mmm 153 

N- {4- [ (6, h^->-4-^^-y;-;U) 
~N' - (2-y h*->7^_;l/) -7 1/7 (11 3) 
6, 7-^>h + y-4- (4-7;;7x7 + ^) > (1 0 Omg) 
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ZhJl^y (10ml) CUMLfcl 2 h + ->7x^KVy77- 
h (0. 3 6ml) *Jn^ 40»«L/: o »jSI*^n 
n*j\,A/t?;-jl (10 0/1) x »Wnn*W7th> (5/1) 
TSgg-^S '> U * 7A^07h 7 -< — {C J; *9 ififSEi L N 

1 1 2mg, J&^7 5%T*miz 0 

1 H-NMR (DMSO-dg , 500 MHz) : 6 3. 90 (s, 3H), 
3. 98 (s, 3H), 3. 99 (s, 3H), 6. 90 (t, J=7. 9Hz, 
1H), 6. 96 (t, J = 7. 9Hz, 1 H) , 7. 03 (t, J=7. 9H 
z, 1H) , 7. 2 3 (d, J =9. 2 Hz, 2 H) , 7. 3 9 (s, 1 H) , 
7. 55 (d, J = 9. 2Hz, 2 H) , 7. 57 (s, 1 H) , 8. 15 (d, 
J = 7. 9Hz, 1H), 8. 25 (s, 1 H) , 8. 55 (s, 1 H) , 
9. 44 (s, 1H) 

mmftftm (FD-MS, m/z) :4 4 6 (M + ) 

mmm 1 5 4 

N — {4- [ (6, 7->^ h^v/-4-*^yU-;lO 7x-ib} 
-N' - (3-/ h*is7x.-Jl) 7 1/7 (11 4) 

6, 7-^^y-4- (4-7;;7x; + -/) +^-yU > (1 0 Omg) 
£h;bi> (10ml) ^Jn3»*»Lfc^x 3-n + «>7i-MV W- 
h (0. 3 6ml) fcjn*., 4 O^MJP«Wi«Lfco S*t*S±tfe. SI^7n 
n*;UA/y *y-;U (100/1) . &^T?*oo*;UA/7-fe h> (5/1) 
T-SBSt y Jlii 7 A ^ n h ?=, 7 - \z * 0 MS! U £S©fl:£fti£ 

3 lmg, JK^2 l%T-^fco 

1 H-NMR(DMSO-dg, 500 MHz) : 5 3. 74 (s, 3H), 
3. 98 (s, 3H), 3. 99 (s, 3H), 6. 56 (d. J=7. 9Hz, 
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1H), 6. 96 (d, J = 7. 9Hz, 1 H) , 7. 15-7. 25 (m, 
4H), 7. 3 8 (s, 1H), 7. 5 3-7. 60 (m, 3H), 8. 55 
(s, 1H) , 8. 7 6 (s, 1H) , 8. 8 1 (s, 1 H) 
JM£«?tt (FD-MS, m/z) :4 4 6 (M + ) 

H»J 1 5 5 

N- {4- [ (6, h^>-4-*j-yj-;LQ j^j/] 7x_;W 

-N' - (4-y ht->7x-;b) 01^7 (99) 

6, 7--^n + ->-4- (4-7;77xy + -» *^7'J > (8 1mg) 
£h;bi> (5ml) KM&gft?Ljt&. 4-^ h + y7i-;W7->77- h 
(0. 2 9ml) ^Jn^s 40»ML/:o ^&L^#£&t&U 
x>T*#L£*jl©ft£^£6 Omg, 1R¥4 9%Tl§/c 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 7 9 (s, 3 H) , 
4. 06 (s, 3H), 4. 07 (s, 3 H) , 6. 48 (s, 1 H) , 
6. 64 (s, 1H), 6. 91 (d, J = 9. 2Hz, 2H), 7. 20 (d, 
J=8. 6Hz, 2H), 7. 27 (d, J=8. 6Hz, 2 H) , 7. 32 
(s, 1H) , 7. 47 (d, J=9. 2Hz, 2 H) , 7. 55 (s, 1 H) , 
8. 60 (s, 1H) 

WMfttfxM. (FAB -MS, m/z) :4 4 7 (M + +l) 

H«J 15 6 

N- {4- [ (6, h*f-4-*i-Vi)-Jl) 7^-;!/} 

-N' - (2-7Wp7x-;I/) 2-klI CI 16) 

6, 7- >M h + *>-4- (4-7;;7i; + «» **7U > (lOOmg) 
£h;Ux> (10ml) izmmtmit:^ 2-7ibtn7x^K7y7t- 
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h (0. 3 0ml) 40«liLfco &rtBLfcflft*iHKU r 

Jl^yT«fc&imm(D<t&®}Z9 6 m g. JR*6 

1 H-NMR (DMSO-dg , 500 MHz) : S3. 98 (s, 3H), 
3. 99 (s, 3H), 7. 0 0-7. 0 4 (m, 1 H) , 7. 13-7. 17 

(m, 1H) , 7. 2 3-7. 2 7 (m, 3 H) , 7. 3 9 (s, 1 H) , 
7. 5 4-7. 5 7 (m, 3 H) , 8. 10-8. 20 (m, 1 H) , 8. 55 

(s, 1H), 8. 65 (s, 1H), 9. 26 (s, 1 H) 

MbMJrtf (FD-MS, m/z) :4 3 4 (M + ) 

Hffiftll 5 7 

N- {4- [ (6, 7-vM h^>-4-*j-y*U^) 3f4->] 7x-;H 
-N / -n-yf-JlVUT (2 2 0) 

6, 7-i^n + '>-4- (4-7;7 7x; + -» +^V*U > (1 0 Omg) 
£h;Ui> (10ml) fcflDflMM L fcflk n -7f-;H' V v'T-J— h 
(0. 2 9ml) £fln>U 40»iSffiL/: o «J«£S£SU EfcZtun 
*;l/A/T-t?b> (5/1) T'Jgggi-S^'J^y^^^A^OT h^77^ -fc 
<fc(3»t!iU aHO<b^ft*7 5mg. JRJg5 6%-Cl#fco 

1 H-NMR (DMSO-dg , 500 MHz) : 5 0. 90 (t, J = 

7. 3 Hz, 3H) , 1. 2 8-1. 4 6 (m, 4H) , 3. 0 9 (q, J = 
6. 7Hz, 2H), 3. 97 (s, 3 H) , 3. 99 (s, 3 H) , 6. 23 
(brs, 1H), 7. 14 (d, J=9. 2Hz, 2 H) , 7. 37 (s, 1 

H) , 7. 47 (d, J=9. 2Hz, 2H), 7. 55 (s, 1H) , 

8. 53 (s, 1H) , 8. 5 8 (b r s, 1 H) 
M^Wffi (FD-MS, m/z) : 3 9 6 (M + ) 
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mmm 1 5 8 

N — {4- [ (6, 7-^h^->-4-^;'J^) t^->] 7 *-Jl] - 
(4 - t e r t I W7x£Jb) ijJltf^i K (2 1 3) 

6, h*->-4- (4-7;77i; + -» +7 >J > (5 4mg) <h 

rf5gSn n D04- t e r t -7 (1 0 2mg) £N. N-i?>fJb*;l/ 
AT^ K (3ml) KmMLtz^ 1 -xf-;b- 3 - (3' - >>> f-;bT $ y 7 
nt°;U) (1 0 6mg) £J)D;L> ^fiKT6l$ll8ai#Lfc 

3 5 96T?»fc 0 

1 H-NMR(CDC1 3 , 90 MHz) : 5 1. 3 6 (s, 9H), 
4. 05 (s, 3H), 4. 08 (s, 3H), 6. 48 (d, J=5. 3Hz, 
1H), 7. 1~8. 1 (m, 1 1H) , 8. 4 9 (d, J =5. 3 Hz, 1 H) 

Sf«#tfHit (FD-MS, m/z) :4 5 6 (M + ) 

wm 1 5 9 

N- (4- [(6, l-'J* Y**/-4-*J "JAQ *±}/] 7x.-M -N 

(4- t -7*Jl7 ^£JlQ ft^l/gjjj K (15 6) 
^WIl 5 8 7?®£ftrt:N- {4- [(6, h + ->-4-+;'J;W 

7x-;H - (4-t-^7x-;b) K (lOOmg) 

£N, N-^f*W7; K (3ml) KigflPLfcSL 7k*ft*- MJ •> A 
(lOmg) £Jn;i N OttCT lBfrlffltttLfctk 3^kyf-;l/ (3 1mg) * 
Jn;i$&fc3NffiB«#Lfco HJfe0<J5 1 iP1i©^fp{cJ:oTffilBlL. SEficDfl; 
^48mg> W4 6%m„ 

1 H-NMR (CDClg, 90 MHz) : 51. 28 (s, 9H), 
3. 54 (s, 3H) , 4. 04 (s, 3 H) , 4. 0 5 (a, 3 H) , 
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6. 3 2 (d, J =5. 3 Hz, 1 H) , 7. 0-7. 3 (m, 8 H) , 

7. 42 (s, 1H), 7. 50 (s, 1 H) , 8. 47 (d, J=5. 3Hz, 
1H) 

M£*r* (FD-MS, m/z) :4 7 0 (M + ) 

mmmieo 

N- U-t-7?-)l7x.-)l) - {4- [ (6, h*->-4-*7 
U;U) 7x-;H 13)],$*"*Z K (15 5) 

4- (6, 7-^-y h + ^>-4-4-y (5 4m g ) <tm 

BRS0 4- t e r t -yfvl/T-U > (1 0 2mg) £N, N-y>f;l/^;bA 
T ^ K (3ml) (c^L/cm> l-xf-;l/-3- (3' - ; J * * toT IJ 7 u 
fcT;lO *;l/aj?^>r$ Kttifett (10 6mg) MfcT6B*IH!«#LfcfiU 
HflfeM5 1t|5l«©jftmc«k- 3 T»SS!U »{^2 9mg, JR^3 5% 

1 H-NMR (CDClg , 90MHz) : 6 1 . 34 (s, 9 H) , 
4. 03 (s, 3H), 4. 06 (s, 3H), 6. 57 (d, J=5. 3Hz, 
1H), 7. 2-8. 1 (m, 11H), 8. 55 (d, J=5. 3Hz, 1 H) 

M^tfHfi (FD-MS, m/z) :4 5 6 (M + ) 

2- (6, 7-^ r*->-4-*7 U;U) -2- (4-yo^7x-jQ 7 
$l0 4-^n^7x^7th^hij^ (4. 3g) ^h^x> (10ml) 

tmmu o«Cfc«flc*Ttffcfc* ha** (i. og) Srjn^sox: 



WO 97/17329 



14 5 



PCT/JP96/03229 



(2. 2g) fcJn* 15 **&ifftKi^^-eil&mLfco «I7K5«K 

7-h'J"5AT«iKI, «BE*«*L. K«^**>/»»xf-;U (2/1) T- 

sra* * ^> y a y m ^ a * d v h ^ 7 -f - \z «k o juse u m^oits®}* 

8 5 0mg, JR^2 2%T-^o 
1 H-NMR (CDC l 3 , 9 0MHz) : 6 3. 6 6 (s, 3 H) , 

3. 80 (s, 3H), 5. 40 (s, 1 H) , 6. 74 (s, 1 H) , 6. 9 
~7. 4 (m, 6H), 8. 54 (d, J=4. 6Hz, 1 H) 

Kftfttfrflt (FD-MS, m/z) :3 8 2 (M + ) , 3 8 4 (M + + 2) 

H«J 16 2 (## #J) 
6, 7-^l>^y-4- (4-yn^7x-;Mf;l/) *y U > 

mmmi 6 i-e»&n*:2- (6, 7-^^->-4-^;'j^)-2- 

(4-"7n*7*-;IO T*b-hV>l> (8 5 0mg) £60 (5 
±U SS^aD^V^;-^ (1 0 0/1) -eSBat-Si/'MW* 

5^n? h^7^ -icjj&fHKu mmoiit&m* 2 6 omg. ^$3 3% 

1 H-NMR (CDClg , 90 MHz) : 5 3. 90 (s, 3H) , 

4. 0 2 (s, 3H) , 4. 3 1 (s, 2 H) . 6. 9-7. 5 (m, 7 H) , 
8. 6 3 (d, J =4. 4Hz. 1 H) 

KS##Hit (FD-MS, m/z) :3 5 7 (M + ) . 3 5 9 (M + + 2) 
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HMm6 3 

6, 7-^hty-4- (4-h'J-n-y^;UX^-^-7x-;Uy^;b) 

T;U3*>^ffl^T. fUfeflll 6 2r-'&z>titz6, 7-^h*i/-4- (4- 
yD^7x^b^il/) +7'J> (250m g) ^fh7tKn77> (4ml) 
lc^ft?L-7 8°C£Tv££PL^ 2. 5M©n-^fiMJf 9A^t« 

(0. 3ml) £«TLll$E«#Lfco r^t Kn75> (1ml) 

{c^L^bh'J-n-^yUxX^TU - 7 8TJT'2B#RSlI#Lfco * 

m&^v-y/msLx-^h (3/i) T-s§a-r*^u*^i/*7A^nvh^7 

-ic^fSSKU aHO{b^»*8 5mg> JR* 2 2 %Tf»fc 0 
1 H-NMR (CDC 1 3 , 9 0MHz) : 5 0. 7-1. 6 (m, 2 7 H) , 
3. 88 (s, 3H) , 4. 02 (s, 3H) , 4. 34 (s, 2 H) , 7. 0 
~7. 5 (m, 7H), 8. 63 (d, J=4. 6Hz, 1 H) 

HWU6 4 

{4- [(6, 7-^h^-4-t;^)^;i>]7x^} (4-t 
(162) 

Wmi 62T^btl^6, 7-^^ + ->-4- U-HJ-n-T^UX 
^-^■7x^;Mf;b) >J > (8 2mg) N Tf3^©4- t -7^;K>VW 
;l^n'J F (3 lmg) fc«fctfttlJS»©t*X (h'J7x-;l/^7^ » a'7«! 
(II) ?n'J K^^ud^ (3ml) IzfeffiL llQ&MMT^ 1 5Nflffl 
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1 H-NMR (CDClg, 90MHz) :51. 36 (s, 9 H) , 
3. 91 (s, 3H), 4. 03 (s, 3H), 4. 45 (s, 2 H) , 7. 0 
~7. 9 (m, 11H), 8. 66 (d, J=4. 4Hz, 1 H) 
(FAB-MS, m/z) :4 4 0 (M + +l) 

H»J 16 5 

N- (4-7;M-o7^-;U) -N' - {4- [ (6, h ^ — 4 — 

±ZJM0 7 x ■=.;!/} ft^U7 (2 0 3) 

6, h + y-4- (4-7i;7xy + '» +;>J> (100m g) 

£h;Ux> (10ml) ClMUi, 4 -7Atn7x-W'f Vi/T 
*-b (5 2mg) ^-Sn^ 2 4»i««SLfco ig&£®£U ShS£*d 
a^^A/y (1 0 0/1) ■Cggat5v"J*W7A?nvh^7 

7^r -ic^^U »{^3 2rag, K*2 196T?fcfco 

1 H-NMR (DMSO-dg , 500 MHz) : 5 3. 93 (s, 3H) , 
3. 95 (s, 3H), 6. 50 (d, J = 4. 9Hz, 1 H) , 7. 15- 
7. 2 5 (m, 4H), 7. 4 0 (S, 1 H) , 7. 4 7-7. 5 0 (m, 3 H) 
, 7. 59 (d, J=8. 6Hz, 2H), 8. 50 (d, J=5. 5Hz, 
1H), 9. 80 (brs, 1 H) , 9. 84 (brs, 1 H) 

MbMWt (FAB-MS, m/z) :4 5 0 (M + +l) 

mmm 1 6 6 

1- (4-7Wd7x^) -2-->7y-3- {4- [ (6, l-V* h 

ijju) 7x-;H yr- f J> (2 04) 

^Jfeflll 6 5T*fbtlfcN- (4-7Mo7x-W -N' - {4- [(6, 
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h + v/-4- + y U;lO 7x-ib) ff>l/7 (33mg), 

?*/9w\**/A,ii)),7$V4 i K (3 1mg) % ft&ffiiO V<iv~fu t°;Ux^;U 
yzmtt + isy (10ml) ic&fgLfco ::i:thf (lml) icjgjg 

Lfci/T^ k ci6mg) ^jn^M^T-Bfea^ l tz 0 tmzm&u 

?nn*j|/A/^y-;U (1 0 0/1) «t5y^m7A^D7h 

1 H-NMR (CDClg, 90 MHz) : 5 4. 03 (s, 3 H) , 
4. 05 (s, 3H), 6. 50 (d, J=5. 1Hz, 1 H) , 6. 8~ 

7. 6 (m, 10H), 8. 52 (d, J=5. 3Hz, 1 H) 
SMfeMfffi (FD-MS, m/z) :4 5 7 (M + ) 

3«9fc0Jl 6 7 

N- (2-7Mo7x-i) -N' - {4- [ (6, h^->-4- 
±ZUkl £±±] 7x^) ff»U7 (2 0 5) 

6, b*i/-4- (4-7i;7x/^y) U > (1 0 Omg) 

£h;Uxy (10ml) fcfln&&JI?Lrt:&. 2-7MD7x_;l/ft^7y7 
*-h (0. 0 5ml) £fln;i> 24^Bgjn«««[L^o U 
^Do^;bA/y (1 00/1) T*g§it5v"J*W7A^07h 

1 H-NMR (CDClj, 90MHz) : 5 4. 03 (s, 3H), 
4. 05 (s, 3H), 6. 53 (d, J=5. 3Hz, 1 H) , 7. 1~ 

8. 0 (m, 10H), 8. 53 (d, J=5. 1Hz, 1 H) 

(FAB-MS, m/z) :4 5 0 (M + +l) 
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$mmi 6 8 

1- (2-7;^D7x^) -2-->Ty-3- {4- [ (6, 7->>V h 
^■>-4-^; i J;b) *±i/\ 7x-Jl} ^T-^> (2 0 6) 

Hjfcm 6 (2-7^D7*-;W -N' - {4- [(6, 

h + '>-4-4-y **S/] 7x^b} ft^U7 (4 2mg) „ 
^->^d^^;^M'^? K (3 7mg) „ ftfegj»© 77o t°;Ux^;l/ 
7^ >^fby f-U> (10ml) KfeMltZo :Ci:THF (1ml) {cfgjg 
Lfc'>7*5 K (2 Omg) *jDiWiTf-W»Lfco «K**±L^ mm* 
?DD*;l/A/^;-;b (1 0 0/1) T®irr5->'J£W#7A?n^ h 
^5 7>r-{cJ;t)||SS!U mmofc&mtA lmg. JR*9 996T»fc 0 

1 H-NMR (CDClg, 90MHz) : 5 4. 04 (s, 3H), 
4. 06 (s, 3H), 6. 53 (d, J = 5. 3Hz, 1 H) , 7. 1~ 
7. 6 (m, 10H), 8. 47 (d, J=5. 3Hz, 1 H) 

M5Mfr* (FD-MS. m/z) :4 5 7 (M + ) 

HJ60U 6 9 

N- (2-y h^y/7x-;l/) — N' - {4- [ (6, 7->M h*->-4- 
*>jJM0 7x^} T**7VT (2 0 7) 

6, 7-^h + ->-4- (4-7;;7x^-» 'J > (1 0 Omg) 

&hJix.y (10ml) {cjn^^t^ 2-y h+v/7x-;i/ft>fvi/7 

*-h (0. 0 5ml) fcjn*. 2 4«fWan««flEL^o 7§&£®ifeU 
^dd^V^^;-^ (1 0 0/1) T'I^t5'>'J^TO7A^D7 K 
^7^-Jc«kt)»KU ffliOfl:A**7 8mg, W5 0XTj|fc, 
1 H-NMR (CDClg. 9 0MHz) : 5 3. 8 6 (s, 3 H) , 
4. 04 (s, 3H) , 4. 05 (s, 3H), 6. 52 (d, J=5. 3Hz, 
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1H), 6. 9-8. 1 (m, 10H), 8. 52 (d, J=5. 1Hz, 1 H) 
KM&lSm (FAB-MS, m/z) : 4 62 (M + +l) 

hwj 1 i o 

N- (2-^fJl/7x-;l) — N' - {4- [ (6, h*->-4-* 

6, 7-yn + ->-4- (4 -T $ y 7 x 7 * •» 4-y U > (8 Omg) £ 
h;Ux> (10ml) (cM^L^s 2-yf^7i-^Wvm- 
h (0. 0 4ml) £fln;U 2 4 l$rain^& L fc e *jK*9*U l£S£?n 
□ *;bA/y*7-;b (1 0 0/1) -eKB81"S *> "J *W5A^D7 
^-Ki^ffMU SM©4t£tl£3 lmg, JK^2 69mifc 0 

1 H-NMR (CDC lg , 90 MHz) : 6 2. 38 (s, 3H), 
4. 03 (s, 3H) , 4. 04 (s, 3 H) , 6. 50 (d, J=5. 3Hz, 
1H), 7. 1-7. 8 (m, 10H), 8. 50 (d, J=5. 3Hz, 1 H) 

KAfttFHit (FD-MS, m/z) :4 4 5 (M + ) 

mmm 1 7 1 

N - (3-7f-;b7x-;l0 -N / - {4- [ (6, L±iizA^± 
7 UJlQ gjj^ 7i-/b} (2 11) 

6, 7-v7h + '>-4- (4-7iy7x;^>» *7 U > (8 lmg) * 
MUjl> (10ml) l:jDWLfci> 3-^f^7x^W^7->7^- 

h (o. 0 4mi) ztiaz., lsftmmm&miKo mm^w^t, mm*?* 

u*jlA/t *J-)\, (10 0/1) w hf? 

1 H-NMR (CDC 1 3 , 90MHz) : 6 2. 40 (s, 3 H) , 
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4. 03 (s, 3H), 4. 05 (s, 3H), 6. 52 (d, J=5. 1Hz, 
1H), 7. 1-7. 8 (m, 10H), 8. 51 (d, J = 5. 3Hz, 1 H) 
WmftVrm (ED-MS, m/z) :4 4 5 (M + ) 

lOfcPJl 7 2 

1- *-Jl) -2-VTJ-3- {4- [ (6, 

■>-4-^yjjb) a^/j ?*-M ?y=- : Jy (2io) 

USS^Jl 7 OTlfbtifcN- (2->^7i-;b) -N' - {4- [(6, 
h + ->-4- + 7 »J;lO y^-M ft^U7 (2 4mg) N 

•>'->^D-\+y^M'^^; K (4 5mg) „ liillC^^V^Dt^xf^ 
>£ifr(fcy?-b> (7ml) tcj§|?Lfc 0 ::i:THF (1ml) fc&JBL 
tz'sT± i K (2 8 m g) £Jn*.M&-?-Bfeflt# L «fi»*e*U SSt*^ 
DDt^bA/^;-jb (1 00/1) W^/^myA^Dv^ 

1 H-NMR (CDC lg , 500 MHz) : 6 2. 36 (s, 3H), 
4. 03 (s, 3H). 4. 04 (s, 3H), 6. 46 (d, J=5. 5Hz, 
1H), 7. 3 0-7. 4 5 (m, 9H) , 7. 5 0 (s, 1H) , 8. 4 9 

(d, J=4. 9Hz, 1H) 

liMi(FD-MS, m/z) :4 5 3 (M + ) 

1 7 3 

1- (3-^^JU7x-;U) -2->7V-3- {4- [ (6, 7-^ 
->-4-*y u;io jjrj/j 7x-;n yr—vy (2 1 2) 

S!»m 7 lTfc&ftfcN- (3-yf;l,7x-^) -N' - {4- [ (6, 
7-v 5 ^ h*->-4-*7 >j;U) 7x-M ft7U7 (18mg), 
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yy^oM^M:^; K (3 5mg) . ftBHO^'f V^a^xf A 
Ti>*fflk/*l>> (6ml) l«Lfcc ::i:THF (1ml) fcSJfcL 
fzvTi~l K (2 3mg) *jD^Ifi-e- WStWLtz 0 mm*%3kU Wt&t? 
nnfrjlA// ? J -fo (1 0 0/1) «t5->'J*W7i>^D7 h?* 
77^ -(cj^fjfMU SW^19mg, iR^95%Tl#^ 0 

1 H-NMR (CDC l g , 5 0 0MHz) .62. 3 8 (s, 3H), 
4. 03 (s, 3H), 4. 04 (s, 3 H) , 6. 48 (d, J=5. 5Hz, 
1H) , 7. 10-7. 4 5 (m, 9 H) , 7. 5 1 (s, 1 H) , 8. 4 8 

(d, J=5. 5Hz, 1H) 

lt^I(FD-MS, m/z) :4 5 3 (M + ) 

$&mi 7 4 

4-bFnt->7x-Jl/ 3- h U 7^to^4'>7i^ ^ h > 
HWJ2 2-e^fc4- h U -n-7 , 7 c ^7 c > - 1 -> F + y^^7xy-^ 
(1. 3 g) imaSo°04- (h 'J7;l/ta^ OvV;U ?nnK> 

VV^^p'J K (6 7 4mg) £?an*;UA (5ml) drgJgU rfJlRS© h* 
X (h'j7x^W77^ » /^S^A (I I) ?n'j K (8mg) £Aft> 

(2. 0g) ^fh7bKD77> (4ml) drgJ^tK tK (5ml) £6N 
WbK^tt (15ml) «n*T8BfHffl«8ELrt: 0 SJSS£tl£*£* no*jb 

ftfcMte^+lJ- >/mt^^VMMt?> •> 'J ^7 *f foil 7^707 ^'77^ 

M5Wftt (FD-MS, m/z) :2 8 2 (M + ) 
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mmm 1 i 5 

(4 - hU 7 Mat b*is7 {4- [ (6, 7--^7h4->-4- 

*±Jd 7x-il} (2 8 4) 

mmmi 1 7T?»fc4-t Kn + ->7*-;U 3 - M 7itD^y7x^ 
;b 7"h> (5 8 1mg) imgSo n D0 4-vy 5^;I/7 ^ 7 t°'J v> (2 7 7mg) 

*+->u> (2 0mo ^An. TJizfyfrnrmfctprnftLKo imr$m- 

?dd-6, 7-v^ (4 6 0mg) £fl[];u 2 4HflMM 

o n * ;U AJKftttcflOt? •> ^« L fc 0 «ffT»ttS±«» b 
SS£x >/ffc3ftxf-;l/-Cg@8Lfc$£x ^on^wUAtrJg^Si/'J^W 

^ovh^^7^-{cj;omS5!^ li^oo^jiA/Bixfji/ (5/1) -e 
Jg^t- 5 $J1 * U * y ;U * o -7 h ^5 7 j - li J: 0 mm I , &m<Dlt£®£ 
4 7 Omgx 9%mfc 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 4. 03 (s, 3 H) , 
4. 07 (s, 3H), 6. 66 (d, J = 4. 5Hz, 1 H) , 7. 28 (d, 
J=8. 5Hz, 2H) , 7. 35 (d, J=8. 7Hz, 2 H) , 7. 46 

(s, 1H), 7. 47 (s, 1H), 7. 89 (d, J=8. 5Hz, 2H), 
7. 92 (d, J=9. 2Hz, 2H), 8. 59 (d, J=4. 5Hz, 1 H) 

MBMfr* (FD-MS. m/z) :4 6 9 (M + ) 

£JMI 1 7 6 

miS n n aO-hny^> (1 0ml) ^ m^p^T-V-^ (1. 0 8 g) t 
TFJRffi© 4 - 3 - FX > >/V u U K ( 2 . 6 7 g ) £mS&p n p©-f y If* 
A (I I i) h«j7;U^oy^>x;U**-h (6 2 0mg) £jta;Lx 6 0ti: 
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ximmwitzo mtm&totttfr un*jii*~e&m&. ?nn*ui*i 

S1MKFD-MS, ra/z) :3 3 8 (M + ) 

n«j 1 7 7 

Sllli«119-elfc4-y h*:/7i-Jl/ 4-3-K7x-;l/ ^rh> 
(722m g) ^-^do^> (2 0ml) H/gft?U *#T1. 0M*o> 
h'J7*o; K- o n / ? y&fc (9ml) £fla*.. M-£*flt# L/c 0 1 Hfc& 

<b£$l£3 8 Omg. JR$5 5%T^ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 6. 89 (d, J = 
8. 6Hz, 2H), 7. 44 (d, J=8. 5Hz, 2 H) , 7. 65 (d, 
J=8. 6Hz, 2H), 7. 92 (d, J=8. 5Hz, 2 H) , 10. 47 
(s, 1H) 

IiMi(FAB-MS, m/z) :3 2 5 (M + +l) 

mmm 1 7 8 

{4- [(6, ht->-4-^y 'J^) ^t->] 7x-Jl.} (4-3 

-F'7^-;l/) y^y > (2 8 5) 
7JH/>SBirFN Hi 1 2 0 T"i 1 4 - t K u + •> 7 x _ ;b 4_ 3 _ K7 



WO 97/17329 



15 5 



PCT/JP96/03229 



>rh> (3 8 Omg) bA-V t+bT I J t° 'J 5?> (1 5 8mg) £ 
*->b> (1 lml) ^Knm&PfflfcLtZo 2W4-^dd-6, 7- 

>^ h+v/^y y > (2 6 2m g ) iwmmsMLtzo mmemzm 
n&m&v- v u u^mmt ? dd*^« ? □ □ *;uAg£&7kflK 

yjyj-lzZQmWi, Ii^oo^;bA/^ixf;i, (5/1) -?MffltZ> 

mm * u ii yji ? n ^ h if 7 y 4 - k «k t) u mmvii&mz 4 5 9 m g , 

1 H-NMR (CD C 1 3 , 5 0 0MHz) : 5 4. 0 3 (s, 3 H) , 
4. 07 (s, 3H) , 6. 66 (d, J=4. 9Hz, 1 H) , 7. 27 (d, 
J = 7. 6Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 54 (d, J=8. 6Hz, 2H), 7. 88 (d, J = 7. 9Hz, 2 H) 
, 7. 90 (d, J=8. 6Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 
H) 

Kfc&tfNI (FD-MS, m/z) : 5 1 1 (M + ) 
HWJ1 7 9 

mBS n D p©-hD^ try (10ml) 4\ fp(R D D D 0 7-y-^ (1. 0 8 g) t 
mi£n n n ®4 -yo^>yV;^ a U K (2. 2 0 g) (trfrffiS©^ ? x;Hf* 
A (I I I ) h U 7 Mat ? yxjl**- h (6 2 Omg) &Uq^ 6 0°Cic 

TiBfemj^L^o mjm&to&fct? uzi*)i,&T'Aw&* ^ontw^i^i 
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£$f£l. 6 5 g^ ©5 7%"Cntio 

X H-NMR (CDC 1 g, 500 MHz) : 6 3. 89 (s, 3H), 6. 
97 (d, J=8. 6Hz, 2H), 7. 62 (d, J = l. 8Hz, 2 H) , 

7. 62 (d, J=l. 8Hz, 2H) , 7. 80 (d, J=9. 2Hz, 2 H) 

mmftvtm cfd-ms, m/z) : 2 9 0 cm + ) ,292 cm + + 2) 

9MM1 8 0 

4-bF'ot'>7x-i 4-yo ; &7x-i frh>(##ffi]) 
ldfe#Jl 2 2-£l§/c4-y h + ->7x-;l/ 4-7*n^7x-;l/ ^ h > 
(1. 6 5g)*v^^an^> (2 0ml) l:g|?U MTl. 0M#n> 
h ij t'o 5 K-^^no^ ^ (2 3ml) £3JD;is MiB^fllftLfco lft 

1 . 34g,K$85 «"P»fco 
1 H-NMR(DMSO-d 6 , 500 MHz) : 5 6. 9 0 (d, J = 

8. 5Hz, 2H) , 7. 61 (d, J=8. 5Hz, 2 H) , 7. 66 (d, 
J=8. 6Hz, 2H), 7. 74 (d, J=8. 5Hz, 2 H) , 10. 46 
(brs, 1 H) 

fi5)tfi (FD-MS, m/z) : 2 7 6 (M + ) ,2 7 8 (M + + 2) 

mmn 8 1 

{4- [ (6, 7-S^V h*»>-4— *7 UjU) (4-7 
□ ^7x-;l/) y 9 J y (2 8 6) 
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X ^;U * P >(1. 182g) t4-^yW;yf'J^> (5 7 3mg) 
***>l/> (3 7ml) rp^KtimMtpffltLfro 30^4-^on-6, 7 

h**>*y >j > (9 5 4mg) Ztiaz., imammifto Kfom&fo* 

mumm^m* t u •> * dd*k^ * o n ^^am^^tk 

n*;l/A/^S?x^;b (5/1) T?gH"*'*iMi"J o? h^*^7>f - 

»-«kt)«W!U liolt^l. 5 7 4 g, W7 9%T1#^ 0 

X H-NMR (CDC 1 3 , 500 MHz) : 5 4. 05 (s, 3H), 
4. 06 (s, 3H) , 6. 66 (d, J=4. 9Hz, 1 H) , 7. 27 (d, 
J = 8. 6Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 65 (d, J=7. 9Hz, 2 H) , 7. 70 (d, J = 8. 5Hz, 2 H) 
, 7. 90 (d, J=8. 6Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 
H) 

WMftVrftL (FD-MS, m/z) : 4 6 3 (M + ) , 4 6 5 (M + + 2) 

mmm 1 8 2 

(4- [(6, 7-^h^y-4-^yj^) tt->] 7x-jb} [4- 
(N-^i-Jlt'Ky^Jj} 7x£Aj ^^y> (2 8 7) 
T;Urf>^^ »J12 3T'}|fc4-tKn+y7x-;b 4-^n^7 
x-;U >? h> (2 3 2mg) £ b;Ux> (5ml) +^AtU MlCTfrlSSiON 
-yf- ;Ut°^7> ? > (61mg) N th^A t -yh*->K (6 7mg) „ 
t'X (h"j7i-WX74 » (I I) ^oiJK (7mg) 

*ssu 1 0 0 wi 7^r H i«^t/c 0 siea^»*ias«[ft^ b u *j»7mmt 
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t5lly'J*Wo7h^77^ -IcfcOfltSSiU ilS©{f:£tj£5 3mg, 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 2. 37 (s, 3H) , 
2. 58 (t, J=5. 5Hz, 4H), 3. 41 (t, J = 5. 5Hz, 4H) 
, 4. 04 (s, 3H), 4. 06 (s, 3 H) , 6. 63 (d, J=4. 9H 
z, 1H), 6. 92 (d, J=9. 2Hz, 2H), 7. 25 (d, J = 
8. 5 Hz, 2H) , 7. 4 5 (s, 1 H) , 7. 5 1 (s, 1 H) , 7. 8 1 
(d, J = 8. 5Hz, 2H), 7. 87 (d, J=8. 6Hz, 2 H) , 
8. 5 6 (d, J -4. 9Hz, 1 H) 
©■fcfrtFfli (FD-MS, m/z) :4 8 3 (M + ) 

h»j 1 8 3 

{4- [ (6, Y**/-4-*J [4-^ 

^'J7 7x^] ;*^7> (2 8 8) 

7;l/^>5aTFs ^&fe0Jl 2 3T#fc4- t Kp + ->7x-;1/ 4-^ot7 
iJijb >rh> (2 32mg) * h;l/i> (5ml) ^^A^ HtCrOT^n®^ 
U > ( 5 2 m g) ^ h U -7^ t-7*h + v/K (6 7 m g) „ t'X (hi) 
7i^X7^» /^v^A (I I) 7o'J K (7mg) £flD 
1 0 0t*l«WLfc o RJSfi^ft^l^Itt^h'J^A^ttt^nn*^ 

*fc»&ftfcSSai*> ^nn*^/ffixf;b (5X1) "MM* SUB* 'J 
*^;^ovh^77^-i:J;i9i||l!U II©{t^3 2mg, ©1 4% 

1 H-NMR (CDC 1 3 . 500 MHz) : <5 3. 34 (t, J=4. 9H 
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z, 4H) , 3. 8 8 (t, J =4. 9 Hz, 4 H) , 4. 0 4 (s, 3 H) , 
4. 07 (s, 3H), 6. 64 (d, J = 5. 5Hz, 1 H) , 6. 92 (d, 
J=9. 2Hz, 2H), 7. 26 (d, J=7. 3Hz, 2 H) , 7. 83 
(d, J=9. 2Hz, 2H), 7. 87 (d, J=8. 5Hz, 2 H) , 
8. 56 (d, J=5. 5Hz, 1 H) , 7. 49 (s, 1 H) , 7. 51 (s, 
1H) 

Sf»##rli (FD-MS, m/z) :4 7 0 (M + ) 
H»J18 4 

(4- [(6. 7-ynt->-4-^;'J;b) t^^] 7x-M [4-fcf 
n'Jy7 7x-;b] (2 8 9) 

7)l^y%MT, ^l^J 1 2 3 T#t 4 - t K o ^ •> 7 x - ^ 4-^0^7 
x ^;b >rh> (2 3 2mg) £h;loi> (5ml) ^AtU MtwffiHRiSfctf 
oU v> (4 3mg) , f-hU^A t-^h + yK (6 7mg) N t'X ( h 'J 
7x-WX7^ » ^5^9 A (II) 7D'JF'(7mg) £#n/L7tgL 1 0 

0 °c* 1 # l fz 0 R&m&mzffiumti- h m * ^mmt ?uu 
^ititzmmz, ?no*;uA/8£®ex^ (5/1) T-sea-r 5M'>u*y 

^^a^h^57>f-tc«kt)|MI(U »{l:^4 5rag, JR¥2 0%T1# 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 2. 0 5~2. 08 (m, 4 
H) , 3. 38-3. 41 (m, 4 H) , 4. 04 (s, 3H), 4. 06 (s, 
3H), 6. 57 (d, J =9. 2Hz, 2H), 6. 62 (d, J =4. 9H 
z, 1H), 7. 24 (d, J=8. 6Hz, 2 H) , 7. 45 (s, 1 H) , 
7. 5 2 (s, 1H) , 7. 8 2 (d, J = 9. 2 Hz, 2H) , 7. 8 4 (d, 
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J=8. 5Hz, 2H), 8. 55 (d, J=4. 9Hz, 1 H) 
nmftVrm (FD-MS, m/z) :4 5 4 (M + ) 

mmm 1 8 5 

{4- [(6, 7->7h^y-4-^yj^) t^y] 7x_;H [4-e 
^'J-^7x-;l/] i$Jy (2 9 0) 

TJU3*>^T. H»J1 2 3Tl^4-t F'D+y7x^ 4-7'n^7 
jtJUl, 7-h> (2 3 2mg) £Mbi> (5ml) 4»^A*U MiCrfJ^n© b' 
^'Jy> (51mg)> ^HJ^A t-^h + ->K (67mg) . fx ( h 'J 
7x^1*77^ » /^^A (I I) ?n'J K (7 m g) %1m*.tz<k^ 
1 0 0°C*iefeit^L/c o SJt^^lSfO^b^ h D >}A7ki§&<h? nn*jU 

£&*§£ftfcg*jg£. ^DO^;bA/»f;b (5/1) T'Jg^-f £*fjf ->U 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 51. 68 (brs, 6 H) , 
3. 38-3. 39 (m, 4 H) . 4. 04 (s, 3 H) , 4. 0 6 (s, 3 H) 
, 6. 63 (d, J=4. 9Hz, 1 H) , 6. 89 (d, J=8. 6Hz, 
2H) , 7. 2 5 (d, J =8. 5 Hz, 2H) , 7. 4 5 (s, 1 H) , 
7. 5 2 (s, 1H), 7. 8 0 (d, J =9. 2Hz, 2H), 7. 8 6 (d, 
J=8. 6Hz, 2H), 8. 56 (d, J=4. 9Hz, 1 H) 

W*##f{fi (FD-MS, m/z) :4 6 8 (M + ) 
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mmm 1 8 6 

N- h^v-4-b"7^-;b) -N' - {4- [ (6, 

->-4-^yg;iQ j^vj T^E^kl ^ 7 (2 2 2) 

6, 7-^^->-4- (4-7^77xy + y) +y U > (5 2mg) £ 
h;l/x> (5ml)i:iiU h 'J xf-;l/7 ^ > ( 1 m 1 ) £Jn>Lfc&. b U "7 
tx>f'> (52mg) £fln;U 2^IBUDJIWl*Lfco RlS«t2-> h*->-4 
-h"7x^l/7; > (1 0 3mg) 1 3#RM&ig&fELfco RiEttCK 

n*;UA/7-fe h> (10/1) T-Jg^* •> 'J ftfW? A? h ^7^ 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 6 7 (s, 3H) , 
4. 00 (s, 3H), 4. 04 (s, 3H), 6. 44 (d, J=5. 5Hz, 
1H), 6. 86 (d, J = 8. 5Hz, 1 H) , 7. 10 (d, J=8. 6H 
z, 2H), 7. 21-7. 37 (m, 4H), 7. 43 (s, 1H), 
7. 5 3-7. 5 9 (m, 5 H) , 7. 79 (s, 1 H) , 8. 41 (s, 1 H) 
, 8. 48 (d, J=4. 9Hz, 1 H) , 8. 53 (d, J=2. 4Hz, 
1H) 

St^KFD-MS, m/z) :52 1 (M + ) 
lOfcflll 8 7 

N- (2, 6-v^V7 3 ob^7x-^) -N / - {4- [ (6, 7-->'y h 
*>/-4-*>"J;lO 7x-^} frU7 (2 2 3) 

6, 7-9V h + i^-4- (4-7;y7x;+y) +yj > (5 4mg) £ 
Y)lx.y (5ml) fcSSU h'Jif-;U7^> (1ml) £fln*.rt:& N h ij y 
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* X Y y ( 5 3 m g ) £ Jn;L. 8 rMMilM L *:«, Sffift^ 2 , 6 - 7 7 
d t';UT-U > (0. 0 5ml) Zmz., 1 5 #fflfln*ia»fE L fc 0 RJEttt-KK 

*;bA/7-trh> (10/1) TS^^'J^^U^A^u^ h^77^ - 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :ol. 2 6 (m, 1 2 H) , 
3. 39 (m, 2H), 4. 03 (s, 3H), 4. 04 (s, 3 H) , 
6. 09 (brs, 1H), 6. 28 (brs, 1 H) , 6. 42 (d, J = 
5. 5Hz, 1H), 7. 08 (d, J = 8. 5Hz, 2 H) , 7. 26 (m, 
1H) , 7. 2 9-7. 4 0 Cm. 5H) , 7. 5 3 (s, 1 H) , 8. 4 6 
(d, J=4. 9Hz, 1H) 
ii«(FD-MS, m/z) :4 9 9 (M + ) 

;£»J 1 8 8 

N- (2-?on-4-- ho7x-AQ -N' - {4- [ (6, 7-y> h 
^>-4-*7'JA0 7x-;H frU7 (2 2 4) 

6, 7-^h*->-4- (4-7i 7 + •» 'J > (1 0 4mg) 
£h;Ux> (10ml) Cfln&S&BLfc^ 2-^o-4--ho7x-H 
V *> 7* - r (150mg) £fln>U 1 0 fttmmMM Ltz 0 *f tfa LT § fcfeU 

1 0 0%-eli^o 

X H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J = 5. 5Hz, 1 H) , 7. 24 (d, 
J =9. 2Hz, 2H) , 7. 3 8 (s, 1H), 7. 5 1 (s, 1H), 7. 
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62 (d, J=8. 6Hz, 2H), 8. 23 (m, 1 H) , 8. 35 (m, 
1H) , 8. 46 (d, J =5. 5 Hz, 1 H) , 8. 5 7 (m, 1 H) , 
8. 84 (brs, 1 H) , 9. 85 (brs, 1 H) 
mmmm (FD-MS, m/z) : 494 (M + ) ,4 9 6 (M + + 2) 

h»j 1 8 9 

N - (3 nn-2 -y h*i/7*-J\,) -N' - {4- [ (6, l- : Jt 

h^-^-4-^y u;iQ y*-)i>] uur (2 2 5) 

6, l-V* r*->-4- (4-7;y7x7+y) +; 'J > (5 8mg) £ 
h;l/i> (5ml) l;|«L/:l 3-^oo-2-> h + ->7iiMv 
*>7*-h (0. 1ml) fcfln*.. 2 2»PdttnJlftaBlELfco ^7od^A 
/7-feh> (1 0/1) •Z?Jg^-r^i/'J^^I/777A^Dvh^7 7^-(I e fcf3 
mm U SHOfb^* 7 5 m g . 8 0 %T~&tz 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 3. 73 (s, 3H), 
4. 02 (s, 3H), 4. 05 (s, 3H), 6. 47 (d, J=5. 5Hz, 
1H), 7. 0 1-7. 0 6 (m, 2 H) , 7. 15 (d, J =8. 5 Hz, 
2H) , 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2 H) , 
7. 57 (s, 1H), 7. 81 (s, 1 H) , 8. 16-8. 19 (m, 2 H) 
, 8. 5 0 (d, J =5. 5Hz, 1 H) 
mmfifrM (FD-MS, m/z) : 4 7 9 (M + ) ,48 1 (M + + 2) 

mmm 1 9 0 

N- (2-^oo-6-^f^7x-;l/) -N / - {4- [ (6, l-'J/ h 
*is-4-*j t±j/} y*-M VlsT (2 2 6) 

6, 7-^F + ->-4- (4-7?;7xy**» +y 'J > (5 2mg) * 
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b;loi> (5ml) KfinffofeMltzWi, 2-^no-6-^f^7x^KV-> 
7*-h (0. 1ml) £jbnx^ 1 7»BBJnJIWWRLfco #TffilT£7t&JI£zfi 

1 H-NMR (DMSO-dg, 500 MHz) : 6 2. 2 8 (s, 3H), 
3. 94 (s, 3H), 3. 94 (s, 3 H) , 6. 43 (d, J=4. 9Hz, 
1H), 7. 18 (d, J =9. 2Hz, 2H), 7. 20-7. 36 (m, 3 
H) , 7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 59 (d, J=9. 
2Hz, 2H), 7. 98 (s, 1H) , 8. 45 (d, J=5. 5Hz, 1 H) 
,9.03 (s, 1H) 

IIMKFD-MS, m/z) :4 6 3 (M + ) , 4 6 5 (M + +2) 

mm 1 9 1 

n- (3-^qp-6-y h±2z*L=lkl ~ N ' ~ < 4 ~ [ (6 » 7_Z-Ei! 
h^i>-4-^y UAQ 7x-;b} ^U7 (2 2 7) 

6, h^y-4- (4-7;;7x7^y) ^/ 'J > (5 2mg) £ 

MUi> (5ml) KSnlftfcJBLfcgL 3-^oo-6-n + '>7x-KV 
~>7*-h (lllmg) 2 9#Mm*!a»fcLfco ^^dd^A 

/7-fe h > (1 0/1) TJgBlt^Urt^U^A^n^ h^77^ -}C<fc»9 
tt«U »Oft^!l*8 4mg, JR¥1 0 0%T'^ o 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 3. 60 (s, 3 H) , 
3. 99 (s, 3H), 4. 05 (s, 3H), 6. 46 (d, J=4. 9Hz, 
1H) , 6. 6 9 (d, J = 8. 5Hz, 1 H) , 6. 9 0 (m, 1 H) , 
7. 11 (d, J=9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 53 (d, 
J =8. 5Hz, 2H), 7. 58 (s, 1H), 7. 82 (s, 1H), 
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8. 3 2 (m, 1H) , 8. 4 8 (d, J = 5. 5 Hz, 1 H) , 8. 5 2 (s, 
1H) 

5C»#tfrffi (FD-MS, m/z) : 4 7 9 (M + ) ,48 1 (M + + 2) 

mmm 1 9 2 

N- (4-^od-3--Fo7x-;1/) — N' - {4- [ (6, V 
*v-4-*y'J;lQ 7x-ib) OUT (2 2 8) 

6, h + ->-4- (4-7;;7x; + y) <J > (5 2mg) £ 

h;^> (5ml) IcJn^^L^ 4-^n-3--ho7x-;K7y 
7*-h (2 2 4mg) 8#IHJJn*tiBafcLfco #ftb LT£fc*£H&atlK 

U h;Ui>T«»-r-5C:ilzJ;l53gJBo<k^J»*l 2 5mg, JR§£7 5%T1§ 

1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 93 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J = 4. 9Hz, 1 H) , 7. 21 (d, 
J =8. 5 Hz, 2H) , 7. 3 8 (s, 1 H) , 7. 5 1 (s, 1 H) , 
7. 60 (d, J = 8. 5Hz, 2H), 7. 65 (s, 1 H) , 7. 67 (s, 
1H), 8. 31 (s, 1H), 8. 46 (d, J =4. 9Hz, 1H), 

9. 0 1 (s, 1H) , 9, 2 7 (s, 1H) 

WmftVrm (FD-MS, m/z) : 4 6 3 (M + ) ,4 6 5 (M + + 2) 

mmm 1 9 3 

N- (2, 4-^dd7x^) — N' - {4- [ (6, 7-'J/ 
4-*y UflQ j^vj 7x-ib} (2 2 9) 

6, l-*Jt h + *>-4- (4-7 5 y 7iy*-» *>"J > (5 3m g) £ 
h;Ux> (5ml) KJniligjBLfcgL 2, 4--^nD7x_iKv->7^- 
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r (1 1 5mg) Ztiu^ 2 0 ^BBJn*WtifE L fee Vrtii L T £ fcfeSfcilflK U 
h;l/X>-et5fe^-rs^i^ < kt)Xffi©fb^«-7 4mg, JOT 8 5%"T?»fc 0 

*H-NMR (DMSO-dg, 500 MHz) : 5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J = 4. 9Hz, 1 H) , 7. 22 (d, 
J = 8. 6Hz, 2H), 7. 39 (s, 1 H) , 7. 40 (m, 1H), 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 7. 62 (m, 1 
H) , 8. 21 (d, J=9. 2Hz, 1 H) , 8. 40 (s, 1 H) , 8. 4 
6 (d, J =5. 5Hz, 1H) , 9. 5 6 (s, 1 H) 

Sl^f (FD-MS, m/z) :4 8 3 (M + ) 

mmm 1 9 a 

N- (2, 6-^QD7i-i) -N / - {4- [ (6, 7-y / b*f- 
4-*7'J;U) 7x^M frl^7 (2 3 0) 

6, 7-*J* h + i/-4- (4-7^77x7* » +>'J> (52m g) £ 
r;bx> (5ml) KJn*tf«!*Lfcffc» 2, 6-^oD7x-;Kvm- 
h (12 5mg) £fln;t> 1 25^maP«ai«ELfco 0rdiLTifcl£B*iiffiU 
h;bx>"eft^-r«^itwj;»)3ai©ib^ft*8 lmg. iR$9 6%TrHt 0 

X H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3H), 
3. 94 (s, 3H), 6. 43 (d, J=5. 5Hz, 1 H) , 7. 14- 
7. 2 0 (m, 2H) , 7. 3 2 (dd, J =7. 9, 7. 9 Hz, 1 H) , 
7. 3 8 (s, 1H) , 7. 5 1-7. 5 4 (m, 3 H) , 7. 6 0 (d, J = 
9. 2Hz, 2H), 8. 23 (s, 1 H) , 8. 45 (d, J=5. 5Hz, 
1H) , 9. 09 (s, 1H) 

K«£tfrffi (FD-MS. m/z) :4 8 3 (M + ) 
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mmm i 9 5 

n- {4- [ (6, 7->*y t±±—Lz±Z *1A} t±21 - 

N' - [1 - 0^±7±)U} x±Jl] ^UT (2 3 1) 

6, r*->-4- (4-7;;7*y + '» +7 ■! > (5 4mg) * 

h;bx> (5ml) icJnMLa 1- (1— ^-7f-;l/) xf-;l/>TV'>T* 
-r (0. 0 5ml) £fln*.. 1 0 Q&mallMMltio ^^nn^M/ 
T-fer h > (1 0/1) •ea«t5'> , J*W7A^D7 h/77-f-i:«j;*)fi 
»!U ii0^^6 5mg, JRS£7 2%mfc 0 

1 H-NMR (DMSO-dg, 500 MHz) :<51. 55 (d, J = 

6. 7Hz, 3H), 3. 93 (s, 3 H) , 3. 94 (s, 3 H) , 4. 62 
(m, 1H), 6. 39 (d, 1=4. 9Hz, 1 H) , 6. 79 (s, 1H), 

7. 11 (d, J=9. 2Hz, 2H), 7. 36 (s, 1 H) , 7. 49- 
7. 5 8 (m, 7 H) , 7. 8 3 (m, 1 H) , 7. 9 4 (m, 1H) , 8. 1 
7 (m, 1H) , 8. 42 (d, J=5. 5Hz, 1 H) , 8. 52 (s, 1 H) 

M##ffc(FD-MS. m/z) :4 9 3 (M + ) 

HJfefll 1 9 6 

N- (2-n-7 , Wx-jl/) -N' - {4- [ (6, h*i<>-4 
Z±Z W 7x-jH »U7 (2 3 2) 

6, 7-^^y-4- (4-7;;7xy + y) +yj> (1 1 9mg) 
£h;bi> (12ml) Id&iBU h'Jxf;l^7;> (2. 4ml) £Jn*.fc& N 
h'j7t7^> (133mg) *Jdx.^ 2»HUDllWi*Lfco KJ£fcK2-n- 
y^Jly^-jiri y (0. 1 3ml) £fln;L, 1 0»iSILfc o RfSft 
h U A*gtt*Jn;U ^no^A*P2lHiaiaiLfca^nlWI*te 
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£7 nn^A/7t h > (4/1) v' U ii*f)Vii 7A^n7 h 

"7 4 U %m®it&®*l 3 Omg. iR$69rat 0 

1 H-NMR (DMSO-dg, 500 MHz) : <S0. 92 (t, J = 
7. 5Hz, 3H), 1. 32-1. 40 (m, 2 H) , 1. 50-1. 57 
(m, 2H), 2. 59 (t, J=8. 9Hz, 2 H) , 3. 93 (s, 3H), 
3. 94 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 6. 98- 

7. 0 2 (m, 1 H) , 7. 12-7. 1 7 (m, 2H) , 7. 19 (d, J = 

8. 9Hz, 2H), 7. 51 (s, 1 H) , 7. 58 (s, 1 H) , 7. 59 
(d, J=8. 5Hz, 2H) , 7. 71-7. 75 (m, 1 H) , 7. 89 
(s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 9. 11 (s, 1 H) 

!M$}«fli (FD-MS, m/z) :47 1 (M + ) 

H«J 1 9 7 

N- (3-x^-^^7x-^) -N / - {4- [ (6, 7 -'J/ h 
4y-4-4;'J-Jb) 7x-M 9U7 (2 3 3) 

6, 7-^h + ->-4- (4-7i77xy + y) +7 U > (1 3 lmg) 
ZhJl^y (10ml) \zmm&ML^ h'Jxf;b7i> (2ml) £fln*.fcflU 
h'j7*xy> (2 13mg) £fln;i. 2^Mft«»ai«ELfco RJS»fc3-7 5 
y$li8xf;uxf;b (0. 1ml) £fln*.. 7#Hfln*«»Lrt:o RlStt 
fc&B&K** b U "7A*»ift*j!ii;U ft»xf-;UT2[eI}||iajLfcft«Wl*iaPa 

^notWl/A/7th> (10/1) •egMti^'JAW^A^nvh^ 
74 -KJ^ffSSiU £E©{b£<fel£2 1 4mg. JR^si 0 o%-e^o 

1 H-NMR (CDClg, 500 MHz) : <5 1. 3 6 (t, J =7. 3H 
z, 3H), 4. 02 (s, 3H), 4. 05 (s, 3H), 4. 36 (q, J 
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= 7. 3Hz, 2H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 13 (d, 
J=9. 2Hz, 2H), 7. 3 8-7. 4 5 (m, 4 H) , 7. 48 (d, J 
= 9. 2Hz, 2H), 7. 56 (s, 1 H) , 7. 75 (d, J=7. 3Hz, 
1H), 7. 80 (d, J = 7. 9Hz, 1 H) , 7. 90 (s, 1 H) , 
8. 48 (d, J=4. 9Hz, 1 H) 
MbMfNt (FD-MS. m/z) :4 8 7 (M + ) 

nmm 1 9 8 

N- (2, 3-^nD7x-i) -N / - {4- [ (6, b*i/- 
A-*JV)l) Jr* : ^ 7x-^} 1x7 (2 3 4) 

6, h + ^-4- (4-7;y7x; + y) +; U > (52m g) £ 

h;Ux> (5ml) (C]fjn^?§|?L/c^s 2, 3-^oD7x-MVy7^- 
h (0. 0 5ml) ^JQ^ 20»,IIIL/: o SJt^^nn^/ 
T-tr h> (10/1) -cmmi-^^^ijY^ijy^^^^bif^y^-K^lon 
SU Si0M*8 4mg, JR^l 0 0%T^ o 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 4. 00 (s, 3H), 
4. 05 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 11- 

7. 17 (m, 4H), 7, 41 (s, 1 H) , 7. 53 (d, J=9. 2Hz, 
2H), 7. 57 (s, 1H), 7. 91 (s, 1 H) , 8. 22 (d, J = 

8. 5Hz, 1H), 8. 48 (d, J=5. 5Hz, 1 H) , 9. 12 (s, 
1H) 

R&ft#HBt (FD-MS, m/z) :4 8 3 (M + ) 
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mmm 199 

N- (2, 4-^oo7x^) -N' - {4- [ (6, h^>- 
4-^7 U;U) *±jA 7*-ji) vut (2 3 5) 

6, 1- : J* h + - (4-7^7i; + y) +yj > (58m g) £ 
h;Ux> (5ml) i:M^L^ 2, 4-^oo7i_^vm- 
h (9 3mg) £fln;U 2 0#HJn*&iI8fELfco &fc : m®&tuu*}\,2*/T* 
h> (1 0/1) TBH^5>"J*r^/77A^n^ -IU;t)«|l!iU 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 4. 04 (s, 3 H) , 
4. 0 6 (s, 3H), 6. 47 (d, J =4. 9Hz, 1H), 6. 98 (d 
d, J=2. 4, 8. 5Hz, 1H), 7. 19 (d, J=8. 5Hz, 2H), 
7. 25 (s, 1H), 7. 29 (s, 1 H) , 7. 39 (s, 1 H) , 
7. 43 (s, 1H), 7. 52 (d, J = 8. 5Hz, 2H), 7. 56 (s, 
1H), 8. 40 (d, J=2. 4Hz, 1 H) , 8. 50 (d, J=4. 9H 
z, 1H) 

MbMMt (FD-MS. m/z) :4 8 3 (M + ) 
H«tJ2 0 0 

N- (3, 4-^QQ7x-;l/) — N' - {4- [ (6, 7-9'^ h^->- 
4-^y U;lQ 7x-;H frUT (2 3 6) 

6, 7-*J* h* ! s-4- (4-7;;7x; + -» *>"J > (51m g) £ 
h;Ux> (5ml) fcin&jgJSLfcSU 3. 4-y^oD7x-Mvm- 
h (102mg) £fln;U 8 #Hfln»Saf£ L fc 0 Wtti LT§fcfe®^»BzU h 

1 H-NMR (DMSO-d fi , 500 MHz) : 5 3. 94 (s, 3 H) , 
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3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 14- 
7. 2 4 (m, 2H) , 7. 3 4 (m, 1 H) , 7. 3 8 (s, 1 H) , 
7. 5 0-7. 5 2 (m, 2 H) , 7. 59 (d, J=9. 2Hz, 2 H) , 
7. 88 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 8. 92 (s, 
1H) , 9. 0 0 (s, 1H) 
K«##Hi (FD-MS, m/z) :4 8 3 (M + ) 

HWJ2 0 1 

N- (3, 5-^dd7x-^) -N' - {4- [ (6, 
4-^;'J;l/) jhfrSQ 7x^;^} ^1/7 (2 3 7) 

6, h + i/-4- (4-7;;7x;^-» 4V 'J > (5 3mg) £ 

h;bx> (5ml) rtWLfc^ 3, 5-^?dd7x-H V^- 
h (7 6mg) Ztiuz., 8ftmmmMMltz Q LT§ta|^£«$U 
x >T'2fcfM-* C <h K £ 0 mm<D<t&®}Z 7 5 m g . 8 7 %Tl#fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<53. 9 3 (s, 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 15 (s, 
1H) , 7. 20 (d, J=9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 51 (s, 1H), 7. 54 (s, 1 H) , 7. 54 (s, 1 H) , 
7. 59 (d, J=9. 2Hz, 2H), 8. 46 (d, J=4. 9Hz, 1 H) 
, 9. 0 0 (b r s, 1 H) , 9. 0 7 (b r s, 1 H) 
M##flit (FD-MS, m/z) :4 8 3 (M + ) 
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mmm2 o 2 

N — (4-^oo-2-- hQ7x-;l/) -N' - {4- [ (6, 7-v^ h 
^y-4-^yj;b) -7^-^} *7U7 (2 3 8) 

6, 7-i?t h + (4-7;;7x7 + y) +7 'J > (123mg) 

£b;bjc> (12ml) liMv/gjgLfc^. 4-?od-2-^Fo7x-M 
Vv/7*-h (17 2mg) £Jn;U 1 4^P H m^iSML^ 0 tfftfc LTl/:ii 

1 H-NMR (DMSO-d 6 , 500 MHz) : S3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 23 (d, 
J =7. 3 Hz, 2H) , 7. 3 9 (s, 1H), 7. 5 1 (s, 1 H) , 
7. 62 (d, J = 7. 3Hz, 2H), 7. 79 (d, J=9. 2Hz, 1 H) 
, 8. 14 (s, 1H), 8. 3 5 (d, J -9. 2 Hz, 1 H) , 8. 4 6 
(d, J = 5. 5Hz, 1H), 9. 62 (s, 1 H) , 10. 0 (s, 1 H) 
KJfcfrtfrfii (FD-MS, m/z) : 4 9 4 (M + ) . 4 9 6 (M + + 2) 

^WJ2 0 3 

N- (2-7;;-4-^oo7x-^) -N' - {4- [ (6, Y 

VJl) *±j/] -7UT(2 3 9) 

N- (4-7oo-2--hD7x-^) -N' - {4- [ (6, 7-v7 h 
+ S/-4-4V 7 x.-)l) 9U7 (15 8mg) ^i/nD^A 

(1 0ml/70ral/5ml) K7§8?U ?*WM+ h U 
A (1. Olg) £50*.. 6 0 o C(CT3 Iftfm&LKo ? on*;UA-e20Jl& 

7§$£S£U H2f£?nn*;UA/T-tr b> (10/1) T-Jg&Sf- £ v U # >f 
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^7A?D7h/77-f -KJ^ftlSU M<ZMt£0&*3 3mg. JR$2 2 

1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 5. 09 (brs, 2H), 6. 43 (d, J=4. 9 
Hz, 1H), 6. 57 (m, 1 H) , 6. 78 (d, J=2. 4Hz, 1 H) , 

7. 17 (d, J=9. 2Hz, 2H), 7. 34 (d, J=8. 6Hz, 1 H) 
, 7. 38 (s, 1H), 7. 51 (s, 1 H) , 7. 57 (d, J = 8. 5H 
z, 2H), 7. 77 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) , 

8. 89 (s, 1H) 

HWJ2 0 4 

N- {4- [ (6, 7-^7 h*->-4-*7 |MQ 7x-;b} - 

N / - (2-b°U >?>^;l/^-;U) 7U7 (2 4 0) 

6, 7-v>7 h + S/-4- (4-75 7 7x7 *$/) +7 >J > (7 5mg) £ 
bJlx-> (7ml) K»tfgj$?U h'JxW;> (1. 4ml) fcgu 

h'j7*xy> (2oim g ) lAmummitio Kjfttt^-eu 

?>*;l/*K*1*-$ K (10 2mg) £Jn;U 3 BfrWiDJIWSK L *:«, RiSttfw^H 

*;UA/7-t?h> (10/1) THi8t-5>'U/7y^7A^n-7h^7-f- 
K<fc!3fflfB!U SjiO{t^^8 6mg. iR^7 7KT»fc 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 4. 06 (s, 3H), 
4. 06 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1 H) , 7. 20 (d, 
J=9. 2Hz, 2H), 7. 43 (m, 1 H) , 7. 57 (s, 1 H) , 
7. 59 (m, 1H), 7. 71 (d, J=9. 2Hz, 2H), 7. 97 (m, 
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1H), 8. 28 (d, J=7. 9Hz, 1 H) , 8. 50 (brs, 1 H) , 
8. 68 (d, J=4. 9Hz, 1 H) , 10. 1 (brs, 1 H) , 10. 7 
(b r s, 1H) 

mmfiVrm (FD-MS, m/z) :4 4 4 (M + ) 

N- (3-?op-4, h^->7^-;l) -N' - {4- [ (6, 7 

-'J/ Y*^-A-*J jMO *jr>J 7£fJM (2 4 1) 

6, 7-v*y h + ->-4- (4-7;;7xy^y) +7 'J > (5 4mg) £ 
h;bx> (5ml) I;JD»L^ 3-?od-4, 6-^h + ->7x- 
;b>TVv/T*-h (7 6mg) *Jq;U 18»IStL/; 0 M«^o 
n*;UA/y-fe h > (10/1) «ny^^7A^Dvh/77^ 

1 H-NMR (CDC 1 3 , 5 0 OMH z) : 8 3. 7 6 (s, 3 H) , 
3. 87 (s, 3H), 4. 02 (s, 3H), 4. 05 (s, 3 H) , 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 49 (s, 1 H) , 7. 13 (d, 
J=8. 5Hz, 2H), 7. 20 (s, 1 H) , 7. 42 (s, 1 H) , 

7. 50 (d, J=8. 5Hz, 2H), 7. 57 (s, 1 H) , 7. 59 (s, 
1H), 8. 12 (s, 1H), 8. 48 (d, J=5. 5Hz, 1 H) 

navm cfd-ms, m/z) : 5 0 9 (m + ) ,511 (m + +2) 

ICWJ2 0 6 

N- (4-^DD-2-y^7x-^) -N' - {4- [ (6, 7 -it/ h 
^->-4-^yj;l/) 7 7V7 (2 4 2) 

6, 7->7t> + '>-4 - (4-7U7x; + '» +7 U > (5 5mg) * 
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hJi^y (5ml) \z-mm&1&Lti&^ 4-^on-2-yf;l/7x^Mv-> 

1 H-NMR (DMSO-dg, 500MHz) : 5 2. 26 (s, 3H), 

3. 94 (s, 3H) , 3. 94 (s, 3H) , 6. 44 (m, 1 H) , 

7. 18-7. 20 (m, 3 H) , 7. 25 (s, 1 H) , 7. 38 (s, 1 H) 
, 7. 5 1(s, 1H) , 7. 5 9 (d, J = 9. 2Hz, 2 H) , 7. 87 
(m, 1H), 7. 99 (s, 1 H) , 8. 45 (m, 1 H) , 9. 15 (s, 
1H) 

(FD-MS, m/z) :4 6 3 (M + ) , 4 6 5 (M+ + 2) 

H»J2 0 7 

N- (2-^pp-3-^f^7x-;b) -N' - {4- [ (6, h 
4-S/-4— jMrvj y_E^M (2 4 3) 

6, 7-y/h + y-4- (4-7;/7xy + y) +y U > (5 2mg) £ 
h;Ux> (5ml) lcfln*&#Lrt:St» 2-^OD-3->fA7x-;KVi/ 
T*-h (0. 2ml) &]&niU 1 2^jD^S^tL^o 5)E«7dd*^ 

A/7-feh> (i o/i) T-jgpg-r^^'j^y^^^A^D^h^^^^-tCck 

■JffWU 36H©{k^»*3 Omg, JR$3 7%"e^^ 0 
1 H-NMR (CDC 1 3 , 5 0 0MHz) :«5 2. 2 8 (s, 3 H) , 

4. 00 (s, 3H), 4. 03 (s, 3H), 6. 41 (d, J=4. 9Hz, 
1H), 7. 09-7. 15 (m, 4H), 7. 37 (s, 1H), 7. 39 
(s, 1H), 7. 42 (d, J=8. 5Hz, 2 H) , 7. 55 (s, 1 H) , 

7. 61 (s, 1H), 7. 72 (s, 1 H) , 8. 44 (d, J=5. 5Hz, 
1H) 
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KMAmm (FD-MS, m/z) : 4 6 3 OUT) ,4 6 5 (M T +2) 

mmw2 o 8 

N- (3-7U-4-^QP7x-;l/) -N' - {4- [ (6. l-'Ji V 
*is-4-*J *±jS\ Ob7 (2 4 4) 

N- (4-^on-3--ho7x-;l') -N' - {4- [ (6, 7-v>V h 

*->-4-*y 'J;i0 7z-;H ^ur (lOOmg) &?au*jiA 

/*?J-Jl/7k (5ml/15ml/3ml) l:g^U f-*flKIJtf- hU * A 
(3 5 8mg) £}jn;U 6 0^KT2 O^HiKftLfco * oo*;l,AT2[eI}|&tb 

tt£e*u ti^^oo*W7th> (io/i) t-js^-t s^u^yvu 

1 H-NMR (DMSO-dg, 5 0 0MHz) : S3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 5. 30 (brs, 1 H) , 6. 45 (d, J = 
5. 5 Hz, 1H) , 6. 6 4 (m, 1 H) , 7. 0 2 (m, 1 H) , 7. 0 6 
(d, J=8. 6Hz, 1H), 7. 20 (d, J=9. 2Hz, 2 H) , 

7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 57 (d, J=8. 6Hz, 
2H), 8. 47 (d, J=4. 9Hz, 1 H) , 8. 56 (s, 1 H) , 

8. 73 (s, 1H) 

llMt (FD-MS, m/z) :4 6 5 (M + +1) 
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mmm 209 

N — (3-y r*'>7ab°;l0 -N' - {4- [ (6, h^->-4- 
j^jMQ j^vj Z^ikl (2 4 5) 

6, 7-^ h*->-4- (4-7;y7xy + -» (51mg) * 

h;loi> (5ml) i:M»«U h'Jxf;b7i> (1ml) £Jn*.*:gU h 
'J7tXf> (54mg) £fln;L. 2 ^KIJniliSM L fc 0 Kfcmz 
7n t°;bT S > (0. 0 5ml) 1 2^Mii^L/c 0 SfS&lc^ 

*;l/A/7-feh> (10/1) T?mffltZ> ->U A? h^77>f - 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 1. 8 2 (m, 2H) , 
3. 31 (s, 3H), 3. 39 Cm, 2H), 3. 50 (t, J=4. 5Hz, 
2H) , 4. 0 3 (s, 3H) , 4. 0 4 (s, 3H) , 5. 6 5 (b r s, 
1H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 10 (d, J=8. 7H 
z, 2H) , 7. 4 1-7. 5 5 (m, 4H) , 7. 5 5 (s, 1 H) , 
8. 4 6 (d, J = 5. 5H z, 1 H) 

(FD-MS, m/z) :411 (M + ) 

$mm2 1 0 

N- (2-y h^->-xf-;U) -N' - {4- [ (6, 7 -it* h^>-4-4- 
yj;U) *±U1 7x-;b) ?U7 (2 4 6) 

6, 7-^^ + y-4 - (4-7;y7i; + -» *>"j > (5 2mg) £ 
bJl^> (5ml) fcMi&FJBU h'Jif-;U7 5> (1ml) fcjDifcau h 
'J7t^> (5 4mg) £2JD;t. 3^HJn«aiflELfco RlC«^3-y h**> 
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3L*)iTiy (o. 0 5mo zmn, 8ftmijammwtitz 0 ^m^m^m 

•#U &«S^ h 'J^AT-ttiSL^o «ET»«E«:SiL, ME**ao*;i, 
A/T-fer> (10/1) T*gl8t5 •> 'J 7 A a? h ^7 7 >f - i: i 

OflWHU 8iOft^Sl46 3mg, JR$9 1 %T*f fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 3 6 (s, 3H), 
3. 3 6-3. 5 3 (m, 4 H) , 4. 03 (s, 3 H) , 4. 03 (s, 3 H) 
, 5. 81 (brs, 1H), 6. 43 (d, J=5. 5Hz, 1 H) , 
7. 87 (d, J=8. 5Hz, 2H), 7. 40 (s, 1 H) , 7. 45 (d, 
J =9. 2Hz, 2H), 7. 55 (s, 1H), 7. 9 2 (s, 1H), 8. 
4 5 (d, J =4. 9H z, 1H) 

WmftVrm (FAB-MS, m/z) :3 9 8 (M + +l) 

HWJ2 1 1 

N — {4- [(6, Y* s s-A-*J UjU) **>j :7a:-;U} - 

N' - (2-b°'J i^M^b) (2 4 7) 

6, 7-^ b*5/-4- (4-7;;7x; + i/) +;'J> (52mg) * 
r;Ux> (5ml) icMtfgft?U h'Jxf;Hi> (1ml) £ft]*.rt:&x h 
'J7txy> (5 4mg) *Jn;U 2^KBPJIWt«ELfeo Rfcttfc 2 - fcf U v?;U 
yf-;bT^> (0. 0 5ml) £Jo;U 12»i»to KJSttfcKifcK 

W7th> (10/1) -rfiH*5->yay;U*77A*nv ^77-f -in 
*»>*WHU »fb^7 6mg, «K1 0 0%T#* o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 00 (s, 3 H) , 



WO 97/17329 



17 9 



PCT/JP96/03229 



4. 01 (s, 3H) , 4. 58 (d, J=5. 5Hz, 2H), 6. 39 (d, 

J = 5. 5Hz, 1H) , 6. 6 6 (m, 1 H) , 7. 0 5 (d, J =9. 2H 
z, 2H), 7. 18 (m, 1 H) , 7. 34 (d, J=7. 9Hz, 1 H) , 

7. 39 (s, 1H), 7. 45 (d, J=9. 2Hz, 2 H) , 7. 54 (s, 

1H), 7. 66 (m, 1H), 8. 40 (brs, 1 H) , 8. 43 (d, J 
= 5. 5Hz, 1H), 8. 47 (d, J=4. 9Hz, 1 H) 
©«#tfflE (FD-MS, m/z) :4 3 0 (M + ) 

HWJ2 1 2 

N- [ (4- t e r t -•fj-Jlyx.^Jl) -N' - {4 - [ (6, 7 

-*J* h^v-4-^y U;U) 7x-;H frU7 (2 4 8) 

6, 7-yy-H + ->-4- (4-7;;7x/4-» *y >J > (50mg) * 
h)lx.y (5ml) i:jlD«U MJi*;U7S> (1ml) h 
'J7^y> (5 5mg) £fln*.. 2#F B m*fcSfttL/Co SiBftH (4-ter 
t-7*f;b7x-;b) yf-;UT$> (0. 0 5ml) £fln;U 12^^^ 

£U ai^^on^A/7th> (10/1) TgK-fS^'JjWUrt^A 

^o^h/7 7>f-iickt)i»siL. mmaxt&mz 2 3 m g * jk^ 2 8 %-m^ 0 

1 H-NMR (CDC 1 3> 500 MHz) : 5 3. 99 (s, 3H), 
4. 01 (s, 3H) , 4. 38 (d, J = 5. 5Hz, 1 H) , 5. 81 (b 
rs, 1H), 6. 38 (d, J=4. 9Hz, 1 H) , 7. 02 (d, J = 
9. 2 Hz, 2H) , 7. 2 0-7. 4 0 (m, 7H) , 7. 5 2 (s, 1 H) , 
7. 64 (s, 1H), 8. 40 (d, J = 5. 5Hz, 1 H) 
WmftVrm (FD-MS, m/z) :4 8 5 (M + ) 
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mmm2 i 3 

N - {4- [(6, 7-y7^y-4-^;'J^) t^y] 7x-ib} - 
N' - (3-b°U Vjm-Jl) ^7 1/7 (2 4 9) 

6, h*i/-4- (4-7;;7x; + y) *J >J > (5 2mg) £ 

h;Ui> (5ml) fc»/£$U h')^Jl7i> (1ml) £flD*.fc& N h 
'J7^f> (56mg) %1}\\7L, 2£T£m\fmMUz 0 S^lc3-t°Uv;b 
yf-;b7^ > (0. 05ml) Ztiax.. 12»DiIllf: 0 Kfcfe^* 

;UA/7-{rh> (10/1) TJg^-T^v/U 77^';b^^A^nt7 -{C 
«fc!9*f«lU IiOf^7 1mg N iR*9 3%Tl#^ 0 

1 H-NMR (DMSO-d 6 , 500 MHz) -.6 3. 93 (s, 3H), 
3. 94 (s, 3H), 4. 34 (d, J = 5. 5Hz, 2H), 6. 40 (d, 
J=4. 9Hz, 1H), 6. 72 (t, J=6. 1Hz, 1H) , 7. 12 
(d, J = 9. 2Hz, 2H), 7. 35 (m, 1 H) , 7. 37 (s, 1 H) , 
7. 50 (s, 1H), 7. 53 (d, J = 9. 2Hz, 2H), 7. 72 (d, 
J=7. 9Hz, 1H), 8. 4 3-8. 4 6 (m, 2H), 8. 53 (s, 1 
H) , 8. 73 (s, 1H) 
SJfcfrtFrl! (FD-MS, m/z) :4 3 0 (M + ) 

H»J2 1 4 

N - {4- [(6, 7-^^y-4-^ l J^) t^y] y - 

n / - u-eu 2Jk££M (2 5 0) 

6, l-iJJ h + i/-4- (4-7;77xy + y) *V <J > (52mg) £ 
YJl^y (5ml) dfln&M?U h'Jif-;bT$> (1ml) Ztinz-tzWi^ b 
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U7txf> (53mg) &fln;U 2&ma*IMMLtz 0 RjSfe 4 - t° 'J VjI 
* *J17 i y (0. 0 5ml) 1 2 ^lffl*JIWK L fc G SJCfttc^KTK 

;UA/7-t? h> (1 0/1) TS8B"^**>U*y^*5A^nv h^77>f -fi 

ioim m.m<oit&m* 4 0 m g x » 5 a %T~ntz 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 6 4. 01 (s, 3H), 
4. 03 (s, 3H), 4. 43 (d, J = 5. 5Hz, 2H), 5. 97 (m, 
1H), 6. 40 (d, J=5. 5Hz, 1 H) , 7. 08 (d, J=9. 2H 
z, 2H), 7. 20 (d, J=5. 5Hz, 2H), 7. 38 (s, 1H) , 
7. 42 (d, J = 8. 6Hz, 2 H) , 1. 54 (s, 1 H) , 7. 81 (s, 
1H), 8. 42 (d. J=5. 5Hz, 1 H) , 8. 49 (d, J=6. 1H 
z, 2H) 

M5Wftt(FD-MS, m/z) :4 3 0 (M + ) 
H»J2 15 

N- {4- [(6, 7-^ h4^>-4-*y UdQ ^x.-^} - 

N' - [ (4-y^f;l/7; ;7x-jb) £j^k] 2 UT (2 5 1) 

6, 7-OV h*->-4- (4-75;7x; + '» *;'J> (5 1mg) * 
h;Ux> (5ml) fcflnffcjgtfU h'JxW;> (1ml) £Jn;LfcfJL h 
•J7**y> (5 5mg) *Jn^ 2ftTgmtmWLLtz 0 Kl&mz U-'Jt* 
Jb7;;7x-;l/) ^f-;UT^> (104mg) ^Jn^., 12»i®L/: 0 

H2I£?na*;UA/7-feb> (10/1) 'ZmffltZi'VtlFJl'ti^Atn-? 
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1 H-NMR (DMSO-dg, 500 MHz) : S 2 . 87 (s, 6 H) , 
3. 93 (s, 3H), 3. 94 (s, 3H), 4. 18 (d, J=5. 5Hz, 
2H), 6. 4 0-6. 4 3 (m, 2 H) , 6. 70 (d, J = 9. 2Hz, 2 
H) , 7. 13 (d, J=8. 6Hz, 2H), 7. 14 (d, J=8. 6Hz, 
2H) , 7. 3 7 (s, 1H) , 7. 51 (s, 1 H) , 7. 5 2 (d, J = 
9. 2Hz, 2H) , 8. 44 (d, J=4. 9Hz, 1 H) , 8. 57 (s, 
1H) 

mmftmm (fd -ms, m /z) :4 7 2 cm + ) 

H»J2 1 6 

N- {4- [ (6, 7-v^ N*->-4-*7 IW t^ri/] 7 - 
N' - (3> 5-v>'-ho7x^) frU7 (2 5 2) 

6, 7-S^ h*->-4- (4-7;;7xy + y) *yj > (5 4mg) * 
h;!/X> (5ml) lc»/§^L^ 3, 5-y-hD7x;Hv->7*- 
h (8 1mg) Ztjax.^ 2 0»iSILfc o SiL«^no^;bA/74? 
h> (10/1) X'MMtZ i/'JW*5A^07 -K^ffiKU 
5 3 m g> JR^s 5 7 %Ti#/Co 

1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J = 4. 9Hz, 1 H) , 7. 24 (d, 
J =9. 2Hz, 2H), 7. 39 (s, 1H), 7. 51 (s, 1H), 7. 
64 (d, J=8. 5Hz, 2H), 8. 42 (s, 1 H) , 8. 47 (d, J 
= 4. 9Hz, 1H), 8. 77 (s, 1 H) , 8. 77 (s, 1H), 9. 2 
1 (s, 1H) , 9. 7 3 (s, 1H) 

K*£#HI (FD-MS, m/z) :5 0 6 (M + +l) 
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mm 2 1 7 

N- (i/^o^^) -N / - {4- [(6, 1_^2A h*->-4-4V U 
;U) jvfrj/] ?*-M ^^T (2 5 3) 

6, 7-v>V h + (4-7?;7x; + y) +;>J> (2 0 Omg) 

£h;Ux> (5ml) irM^Lfc^ ^o^->Hvm~F 
(3 4 Omg) *Jn^ 8 0-9 0 o CT3 0 £lfflin*^ L ElEJfcfcTfcfcjD 

^A-eiaftLfco «ET?§jttE£S£U Kfi^DD^I/A/7-feh> (10/ 

i ) Tjg^-r s «> u * y juj 5 a * o v h ^7 7 * - iz «fc $ mm u *n©^^ 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1 . 11-1. 22 (m, 2 
H) , 1. 3 4-1. 4 6 (m, 2 H) , 1. 5 6-1. 6 6 (m, 2 H) , 
1. 6 8-1. 7 8 (m, 2H) , 1. 9 6-2. 0 5 (m, 2 H) , 3. 64 
-3. 73 (m, 1H), 4. 05 (s, 6 H) , 4. 58 (d, J=7. 9H 
z, 1H), 6. 36 (s, 1H), 6. 46 (d, J=4. 9Hz, 1 H) , 
7. 13 (d, J=8. 6Hz, 2H), 7. 42 (d, J=8. 6Hz, 2 H) 
, 7. 42 (s, 1H), 7. 56 (s, 1 H) , 8. 48 (d, J=4. 9H 
z, 1H) 

Kft#fFflg (FD-MS, m/z) :42 1 (M + ) 
H»J2 1 8 

N- (3, 4-;'7Wo7x-;i/) — N' - {4- [ (6, 
-A-*JV)V) *±U} y*-M fruy (2 5 4) 

6, 7-;n + y-4- (4-7=;7x; + -» +;'J> (5 Omg) £ 
h^x> (5ml) KJnfcfcJBU h'JxW;> (1ml) SrJn*.*:^ h 
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■J7*xy> (5 5mg) ZUaz.^ 3ftlSBx&tomL1z 0 SJC^i:3, 4-y7 
^to7^'J> (6 6mg) £flO;t. 2 0#Hin**«ELfc o RJEttfctfSfck* 

+ h u ^ATK^^jn^.. Kilxf-;UTf2iHififtaiLfc«#«Jl*te«ftifck*Pifc 

A/74?b> (1 0/1) 7gg§t5 •> U 7A^o7h^7 7^-i:i 

t)««U ««©<k^ft*6 3mg. JR* 8 3 96^^0 

1 H-NMR(CDC1 3> 500 MHz) : 5 4. 03 (s, 3H), 
4. 06 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 6. 9 6- 

7. 02 (m, 1H), 7. 02-7. 10 Cm, 1 H) , 7. 11 (d, J = 

8. 5 Hz, 2H) , 7. 4 1-7. 4 5 (m, 2 H) , 7. 4 8 (d, J = 
8. 6Hz, 2H), 7. 58 (s, 1 H) , 7. 72 (s, 1 H) , 7. 74 
(s, 1H) , 8. 4 4 (d, J =5. 5Hz, 1 H) 

Mfi^tffM (FD-MS, m/z) :45 1 (M + ) 

1 9 

N- (2, 4, 5-h'J7Mo7x-;^) -N' - {4- [ (6, 7- : J* 
^y-4-^;'J^) j^frvj 7U7 (2 5 5) 

6, 7-v^ h + v-4- (4-7;;7xy + y) +;'J> (5 0mg) £ 
r^x> (5ml) izMfmmU r'Jx*-;U7*> (1ml) *Jn;Lfc|k h 
i)7*7.Y> (5 5mg) £flD;i. 35>P H m^^L^o Rl£3fcfc2. 4, 5 — 
h'j7;U^-nT-'J> (7 5mg) fcfti*.. 2 0 ^Mil^ L f; c Siftfe^ 
Itek*-*- h U ^A7K«tt«:Jni. IH»if-^T2llI}ftaiLA:awaWI*iSRld^ 

n*;UA/7-i?h> (10/1) T» 5 ^> 'J ^7 ^ 7 A ^ □ 7 h /5 7 ^ 
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H — NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 5 (d, J =5. 5 Hz, 1 H) , 7. 2 4 (d, 
J=8. 6Hz, 2H), 7. 40 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 59 (d, J=8. 6Hz, 2H), 7. 6 2-7. 7 0 (m, 1 H) , 

8. 17-8. 25 (m, 1 H) , 8. 48 (d, J=4. 9Hz, 1 H) , 
8. 7 6 (s, 1H), 9. 2 3 (s, 1 H) 

5€*#tfrffi (FD-MS, m/z) :4 6 9 (M + ) 

HWJ2 2 0 

N- (2, 4, 6-^7^07x^1/) — N' - {4- [ (6, 7-*J* 

h^->-4-^yj;u) 7t*z/l y*-)i} 7ut (2 5 6) 

6, l-'Ji h + i/-4- (4-7;;7x; + -» +yj> (50mg) £ 
h^x> (5ml) |:ft|g»U HJx^;U7S> (1ml) *jD^.fe^ h 
'J7*7y> (5 5mg) £Jn;U 3^IBHn«aiilELfco RiS«tw2. 4, 6- 
h>j7;^u7-'J> (7 5mg) fcjn*., 2 0»IHian«ft«fl[Lfco Sl&tttcft 

o*;UA/7-fe h> (10/1) -CSBa-r-B^U *TO?A^D7 h^77^f 

1 H-NMR (DMSO-dg, 500 MHz) : 5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 43 (d, J=5. 5Hz, 1 H) , 7. 20 (d, 
J=8. 6Hz, 2H), 7. 29 (t, J=8. 6Hz, 2 H) , 7. 39 
(s, 1H), 7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2H), 
8. 07 (s, 1H), 8. 46 (d, J = 5. 5Hz, 1 H) , 9. 14 ( s , 
1H) 
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liMi(FD-MS, m/z) :4 6 9 (M + ) 
&M2 2 1 

N - (2, 3, 4- h 'J7Mo7x-^) -N' - {4- [ (6, 7-^ 
^y-4-^7'J^) 7x^1/} -7 1/7 (2 5 7) 

6, 7-'^h*'>-4- (4-7;;7*; + -» *;'J> (5 Omg) £ 
h;loc> (5ml) KtJD&?g#?U h'Jif^7;> (1ml) *Jp^.fc^ h 
'J7t77-*>(55mg) ^ 3»1ML/: C »l:2, 3, 4- 
hij7^to7-'J> (7 5mg) 2 O^jtaayfi&fcLfco StE&i^ 

DtwU/7-lrF> (10/1) T'Jg§a-r-Sv"J *TO7A? h^7^ 
-KJ:!>ffi*!U gjSO^^l 8mg, JW2 3%T1#^ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) :6 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 23 (d, 
J=8. 6Hz, 2H) , 7. 25~7. 33 (m, 1 H) , 7. 39 (s, 1 
H) , 7. 52 (s, 1H) , 7. 59 (d, J=8. 6Hz, 2 H) , 

7. 85-7. 92 (m, 1 H) , 8. 47 (d, J=5. 5Hz, 1 H) , 

8. 7 3 (s, 1H) , 9. 2 1 (s, 1 H) 
Wm&Vm (FD-MS, m/z) :4 6 9 (M + ) 

mmm2 2 2 

N- (2, 5--?j< h±iiZ^^k) ~N / - {4- [ (6, 7-v?y h^~> 
-4-*7U;lQ 7x-;H 7 1/7 (2 5 8) 

6, 7-^h + '>-4- (4-7;;7x; + -» +/'J> (5 6mg) * 
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h;Ui> (5ml) IztoOmmU h'Jx^7$> (1ml) £flnx.fc8U h 
'J7txy> (66mg) 3 ^raSDUfcaSfE L fco SJ£&H2, 5-^^ 

^•>7-';> (1 0 2mg) SrJn*. 1 0 tffeTO&igM L £ 0 KJEfcfc&ifck 

;bA/r-feh> (10/1) T?BHW-S*>U iitfkii^ A? h^^7>f -ic 
•fcOHWKU »{^8 1rag, JR^9 0%T^ o 

H — NMR (CDC 1 3 , 500 MHz) : 5 3. 68 (s, 3H), 
3. 78 (s, 3H), 4. 02 (s, 3 H) , 4. 05 (s, 3 H) , 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 53 (dd, J = 3. 1. 8. 5 
Hz, 1H). 6. 76 (d, J=9. 2Hz, 1 H) , 7. 13 (d, J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 52 (d, J=9. 2Hz, 
2H), 7. 55 (s, 1H), 7. 57 (s, 1 H) , 7. 78 (s, 1 H) , 

7. 91 (d, J = 3. 1Hz, 1H), 8. 49 (d, J = 4. 9Hz, 1 H) 
KftfrtFHil (FD-MS, m/z) :4 7 5 (M + ) 

IIWJ2 2 3 

N- (3, 5-^y h^^7x^) -N / - {4- [ (6, l-'J* h*-> 
-4-47 *±j/] y^-Jl} <yU7 (2 5 9) 

6, 7-;y^y-4- (4-7;y7x; + -» +/'J> (5 3mg) £ 
h;U^> (5ml) CftlffiU h'Jxf;l/7;> (1ml) *fln;Lfc&, h 

'J7*xy> doimg) zm*., 4&mmmMWLitz 0 Kfcmzs, 

t h*S/7-'J> (6 2mg) £flQ;i. 1 3^Ktn«aB(ELfeo Kffc&lc^gSTk 
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nu/T-tYy (10/1) ■egHt«^ , JW*7A^D7h^7 7-f-i: 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 3. 7 3 (s, 6 H) , 
4. 00 (s, 3H), 4. 03 (s, 3 H) , 6. 18 (s, 1H), 

6. 42 (d, J=5. 5Hz, 1 H) , 6. 60 (s, 1H) , 6. 60 (s, 
1H), 7. 09 (d, J=8. 6Hz, 2 H) , 7. 40 (s, 1H) , 

7. 45 (d, J=8. 6Hz, 2H), 7. 56 (s, 1 H) , 7. 68 (s, 
1H), 7. 85 (s, 1H), 8. 45 (d, J=5. 5Hz, 1 H) 

1IMKFD-MS, m/z) :4 7 5 (M + ) 

H»J2 2 4 

N- (2, 3-j?7^P7x-^) -N / - {4- [ (6, 7_-_g^ 
-4 -^7 U;U) 7x^} 9U7 (2 6 0) 

6, 7-^^->-4- (4-7;/7xy + -» *yj > (5 Omg) £ 
h;Ux> (5ml) tttnftttfltU h'Jx^;U7^> (1ml) *Jn*.fctk h 
'J7txf> (5 5mg) *Ja;U 3^HJD«aBfEL^e &JtMLlz2. 3-v7 
Wo7-'J> (5 1ml) £flo*.. 2 O^nBllHKaiSELfco RlSJfcfc&lfejc* 

A/T4rh> (1 0/1) ■X?JRHW-«2/U*y;l/*5A^D^r^57-r-tc«k 
t)fflf«!U SiOfh^6 0mg, iR*7 9 %T^^ 0 

1 H-NMR (DMSO-dg, 500 MHz) : 53. 94 (s, 3H), 
3. 9 5 (s, 3H) , 6. 4 5 (d, J = 4. 9 Hz, 1 H) , 7. 0 2- 
7. 0 8 (m, 1H) , 7. 11-7. 1 9 (m, 1 H) , 7. 2 3 (d, J = 
9. 2Hz, 2H) , 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 59 
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(d, J=9. 2Hz, 2H) , 7. 94-7. 99 (m, 1 H) , 8. 47 
(d, J = 4. 9Hz, 1H) , 8. 7 8 (s, 1 H) , 9. 2 5 (s, 1 H) 
Kftfttffll (FD-MS. m/z) :45 1 (M + ) 

HWJ2 2 5 

N- (3, 5-y7^Q7x-;b) -N' - {4- [ (6, 7 - v>V h*-> 
-4 !MQ *±jA y^-M uUT (2 6 1) 

6, 1-*J* h + (4-7^7x7 + y) +7 'J > (5 Omg) £ 

h;Ui> (5ml) ICjoHMSflW htfxf-;U7S> (1ml) £Jn*.fc&. h 
U7*xy> (5 5mg) *Jn;U 35MWDil«ai«EL^o 5Jfctt£3. 5-^7 

wd7--j> (6 6m g ) ztiaz.. 20#®mmmmLtz o Kmmzmwtfcm 

A/7-fe h> (1 0/1) -eiRllt-SS/U^^U^^A^n? h^7^ 

1 H-NMR (DMSO-dg, 500MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 6. 75- 
6. 83 (m, 1H), 7. 16-7. 26 (m, 4H), 7. 39 (s, 1 H) 
, 7. 5 2 (s, 1H) , 7. 5 9 (d, J =8. 6H z, 2 H) , 8. 4 7 
(d, J =4. 9 Hz, 1H) , 8. 9 9 (s, 1 H) , 9. 1 2 (s, 1 H) 
nmfttitm (FD-MS, m/z) :45 1 (M + ) 
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HWJ2 2 6 

N- (2, 3, 6- h 'j7MD7x-i) -N' - {4- [ (6, 
U;b) *±jA 7x-il/} 7^7 (2 6 2) 

6, l-V* h + (4-7i;7x; + y) *>"J > (5 Omg) £ 

h;Ux> (5ml) CUfli^L, HJx^UT^ (1ml) ^Jn^/c^ h 
'J7txf> (5 5mg) 3»HJilL/: 0 RJ6ttH2, 3, 6- 

h<j7^D7-'J> (5 3ml) 2 0^HJD3ft3BIELfco R^ttlcft 

MTKSi- h U *A**»*ft];U l^xf-;UT2IeIfttfl Lfc»^«Ji*«Sft*!ft 

u*;UA/7-tr h > (10/1) THat5i"JAW7A^P7h/77-f 

1 H-NMR (DMSO-dg, 500 MHz) : 5 3. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 44 (d, J=5. 5Hz, 1 H) , 7. 15- 
7. 2 5 (m, 3H) , 7. 3 3-7. 4 4 (m, 2 H) , 7. 5 2 (s, 1 H) 
, 7. 59 (d, J=8. 6Hz, 2H), 8. 41 (s, 1 H) , 8. 46 

(d, J =4. 9Hz, 1H) , 9. 18 (s, 1 H) 

%M.5t$x$L (FD-MS, m/z) :4 6 9 (M + ) 

HWJ2 2 7 

N- (2, 6-^7Wo7x^) -N' - {4- [ (6, lz£* b*'> 
-4-4-7 U;l/) **/j 7x^} (2 6 3) 

6, 7->7h + ->-4- (4-7;/7x; + y) * J U > (5 Omg) £ 
h;l/x> (5ml) lcJn»»#PLfc^ 2, 6-^7;l/to7x^;Kvm 
-b (10 4mg) fcfln*. 3 0^HJD«iaSELfco tfftib LT£7^ H B H £fcIK U 
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1 H-NMR (DMSO-dg, 500 MHz) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 44 (d, J = 4. 9Hz, 1 H) , 7. 13- 
7. 2 5 (m, 4H) , 7. 2 8-7. 3 8 (m, 1 H) , 7. 3 9 (s, 1 H) 
, 7. 52 (s. 1H), 7. 5 9 (d, J = 9. 2Hz, 2 H) , 8. 15 
(s, 1H), 8. 46 (d, J=5. 5Hz, 1 H) , 9. 09 (s, 1 H) 
mmftVrm (FD-MS, m/z) :45 1 (M + ) 

H»J2 2 8 

N- [2, 5-fc'T, (HJ 7Mo^ f-Jl) 7x£^ -N / - {4- [ (6, 
7-v?y H^>-4 — fry U JU) gfrvj 7xz;b} (2 6 4) 

6, 7-i?n + '>-4- (4-7;;7x; + -» fry 'J > (5 Omg) £ 
h;l>x> (5ml) KflD&^PU h'JiW;> (1ml) £fln*.fc&, h 
U7tX^> (55mg) £Jn;U 3 #r«&n«*»t L fc 0 S«{c2, 5 - 1?* 
(h'j7^a>f;l/) 7-U> (79ml) £fln*.. 2 O^IHfflDJftiiSELfco 

&m**?uu*)ll*/T* h> (10/1) -eSM1-5'>U*y-/U/77A^o-7 

* H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 7. 24 (d, 
J =9. 2 Hz, 2H) , 7. 4 0 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 6 0-7. 6 6 (m, 3H) , 7. 9 5 (d, J =7. 9Hz, 1 H) , 

8. 38 (s, 1H), 8. 4 6-8. 5 2 (m, 2 H) , 9. 70 (s, 1 H) 
Kftfttffli (FD-MS, m/z) :551 (M + ) 
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mmM2 2 9 

N- (2, 4- ! J* h^->7x-il/) — N' - {4- [ (6, h*-> 
- 4 -*J IMP *jrvj 1 ->U7 (2 6 5) 

6, 7-^/ h*v/-4- (4-7;77x;+y) +y >J > (5 lmg) £ 
h;bi> (5ml) (iJP^jS?Lx h'Jxf-;U7S> (1ml) £fln*.fcgU h 
'J7tx^> (7 2mg) Ztiaz.^ 3&mnMMMLLtio £&«K2, 4-vV 
h + i/7-'J> (6 0mg) ^tlD^s ll^MML/-c 0 Rj&jftlcUStok* 

^ h u *A7R*tt*Jn*^ B^i?i^^T-2lliJ4{±iL^^^S^tain^7K-ezSfe 

V7-bh> (1 0/1) «t5v"J^TO7A^o7h^77-fH:J; 
<9*t^U Wk^4 4mg^ iR^5 3 %X-mfz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :53. 74 (s, 3 H) , 
3. 80 (s, 3H), 4. 03 (s, 3H), 4. 05 (s, 3 H) , 

6. 44-6. 51 (m, 3 H) , 7. 06 (s, 1 H) , 7. 12 (d, J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 49-7. 51 (m, 3 H) , 

7. 57 (s, 1H), 7. 86 (d, J=8. 6Hz, 1 H) , 8. 48 (d, 
J =5. 5 Hz, 1H) 

ll^t (FD-MS, m/z) :4 7 5 (M + ) 

HWJ2 3 0 

N - (2-7an7x-;l/) -N' - {4- [ (6, h*»>-4-* 
l_})Ad frjrvp 7x£JW *7U7 (2 6 6) 

6, 7-v7h*'>-4- (4-7;77x7 + -» *>"J > (5 2mg) £ 
hJl^y (5ml) CjDMLfci, 2-^DD7x-Wvm-h 
(0. 05ml) £S0;t. 3 OAmaMMM ttz Q R^iSft*^ n n*;UA/7 
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-fch> (1 0/1) T"imtZisVt>¥)li7yI»?v^by ; 77<-lzJ:VffiWl 

X H-NMR (CDC 1 g, 500 MHz) : 6 4. 01 (s, 3 H) , 
4. 05 (s, 3H), 6. 46 (d, J=4. 9Hz, 1H), 6. 98 (d 
d, J=7. 3, 7. 9Hz, 1H), 7. 14 (d, J=8. 6Hz, 2 H) , 
7. 26 (dd, J=7. 3, 7. 9Hz, 1H) , 7. 31 (d, J = 7. 9 
Hz, 1H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2 H) , 
7. 57 (s, 1H), 7. 57 (s, 1 H) , 8. 24 (d, J=7. 9Hz, 
1H) , 8. 3 7 (s, 1H) , 8. 5 0 (d, J =5. 5 Hz, 1 H) 
MBMHt (FD-MS, m/z) :4 4 9 (M + ) , 45 1 (M + +2) 

H«J2 3 1 

N- C3-^pp7x-;P) — N" - {4- [ (6, h*:>-4-* 
yjjj^) jjfri/] 7x~;l/} frU7 (2 6 7) 

6, 7-^^ h + (4-7;y7i/ + y) +;'J>(52mg) 

bJlz-y (5ml) KiralftigJBLfcSU 2-^od7x-HV^7^- h 

( o . 0 5mi) %uq^ 3 o ftfflmmmm i tz 0 izmmfo* ? n n *;U A/7 

■fe h> (10/1) Wt5y^^W7A^D7h^77^-i:J:^|S! 
U Ii©^^7 2mg, iR^9 3%-e^fc 0 

1 H-NMR (CDC 1 3 , 500 MHz) : «5 3. 98 (s, 3H), 
4. 0 3 (s, 3H) , 6. 4 1 (d, J = 4. 9 Hz, 1 H) , 6. 9 9 (d, 
J =7. 9Hz, 1H) , 7. 09 (d, J =8. 5Hz, 2H), 7. 16 

(dd, J=7. 9Hz, 7. 9Hz, 1 H) , 7. 23 (d, J=8. 6Hz, 
1 H) , 7. 3 8 (s, 1H) , 7. 4 2-7. 4 4 (m, 3 H) , 7. 5 6 

(s, 1H) , 8. 1 3 (s, 1 H) , 8. 14 (s, 1 H) , 8. 4 4 (d, 
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J =5. 5Hz, 1H) 
M#flT«(FD-MS, m/z) :4 4 9 (M + ) , 45 1 (M + + 2) 

Wm2 3 2 

N- (2, 3-v> hj27x£J[Q -N' - {4- [ (6, l_z21 

-4-^y irno 7x-;i> ^ 1^7 (2 6 8) 

6, 7-97Fty-4- (4-7^7 7W*» +y 'J > (5 2mg) £ 
h;bx> (5ml) KMrgjgU h'Jx^7;> (1ml) £tJD*.fc& N h 
'J7txy> (74mg) £3jp;l, 3 ftfflmimM L fc c 5K5tt»- 2 , 3 - ; J t 
h + ->T-U> (0. 05ml) £Jna_, H^IMiSSLfco RJEttlcRU 

*;UA/7-trh> (10/1) TMRin^J^W^A^nTb^?^- 
K^JffgJU »f^83mg, 4X^1 0 096T»fc o 

1 H-NMR(CDC1 3> 500 MHz) : 5 3. 7 2 (s, 3H), 
3. 84 (s, 3H), 4. 02 (s, 3H), 4. 05 (s, 3 H) , 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 62 (d, J=7. 9Hz, 1 H) 
, 7. 05 (dd, J=8. 5, 8. 5Hz, 1 H) , 7. 13 (d, J = 

9. 2Hz, 2H), 7. 43 (s, 1 H) . 7. 54 (d, J=8. 6Hz, 
2H) , 7. 5 8 (s, 1H) , 7. 8 5 (d, J =8. 6 Hz, 1H), 

7. 88 (s, 1H), 8. 27 (s, 1 H) , 8. 50 (d, J=5. 5Hz, 
1H) 

MfeftFffS (FD-MS, m/z) :4 7 5 (M + ) 
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Ul»J2 3 3 

N - (4-fc Ka*^7^-;U) -N / - {4- [ (6, 7-->7h^->-4 
z±2 W *±21 7x-Jl} frlxy (2 6 9) 

N- (4-^>v;1/^-+v7jl^;I/) -N' - {4- [ (6, h + -> 

-4-*;'JA) 7x_;H -)U7 (2 2 8mg) &N, N-i^?-;U 

*;^7; (15m 1/2 0ml) KjgjBU h'JiW^ 

(4ml) £Jta;Lfc8U 2 0 %im.{t>^ V V A (1. 1 8 g) £flD;U 
xgfflfTF^Tl 5l$lifli*#Lfc 0 SJSJfrH?^ h5i®U ««*«ttLfc 
^ M^^nD^;bV7th> (1 0/1) T?SBB^5'>U*y^7A^ 
D7h/77-f-|:J:t)Wl!U iiofb^l 8 8mg> U^IOOHV^ 

1 H-NMR(DMSO-dg, 500 MHz) : 6 3. 98 (s, 3 H) , 
3. 99 (s, 3H), 6. 60 (d, J=5. 5Hz, 1 H) , 6. 68 (d, 
J=8. 6Hz, 2H), 7. 21 (d, J=8. 5Hz, 2 H) , 7. 22 
(d, J=8. 5Hz, 2H), 7. 47 (s, 1 H) , 7. 60 (d, J = 
9. 2Hz, 2H), 7. 61 (s, 1 H) , 8. 58 (s, 1 H) , 8. 59 
(s, 1H), 8. 98 (s, 1H), 9. 03 (s, 1 H) 
KftfrtfHI (FD-MS, m/z) :431 (M + +l) 

HWJ2 3 4 

N- (4-7-fe h^->7x-;b) — N' - {4- [ (6, h^->-4 
-^yj;U) **S/] 7x£i} -7U7 (2 7 0) 

N- (4-t Kd^->7x-;1/) -N' - {4- [ (6, h*v-4 
-*yj;U) 7x^} 9U7 (4 7mg) ^Wct + Vy (6ml) 

HJx^7^> (2ml) ttottfa (0. 5ml)^ 
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ia»Lfco *ET»K*S£U W^D^A/7-bh> (10/1) T 

3 5mg, JR$6 8%-el#^ 0 

1 H-NMR (CDC 1 3> 500 MHz) : 5 2. 31 (s, 3H), 
4. 01 (s, 3H), 4. 04 (s, 3H), 6. 43 (d, J=5. 5Hz, 
1H), 7. 01 (d, J=8. 6Hz, 2 H) , 7. 11 (d, J=9. 2H 
z, 2H), 7. 26 (brs, 1 H) , 7. 32 (d, J=9. 2Hz, 2 H) 
, 7. 40 (s, 1H), 7. 45 (d, J =9. 2Hz, 1H), 7. 56 
(s, 1H), 7. 56 (brs, 1 H) , 8. 46 (d, J=4. 9Hz, 1 
H) 

Wmftmm (FD-MS, m/z) :4 7 3 (M + ) 

mmm2 3 5 

N-(3, 4, 5- MM Lj±Z^£^k) ~ N/ - < 4 ~ [( ^ 6 ' 
H^v-4 z±Z !M0 ^*^>] Z^Zkl (2 7 1) 

6, 7-^n + y-4- (4-7;/7x^-» +7 'J> (52m g) £ 
h;Ui> (5ml) izUaf&mmi, h'Ji^^7^> (1ml) £Jn;ifcgU h 
'J7t^> (6 6mg) £JUn;U 2^Jn^ii^Lf;o R^fe3, 4, 5- 
vM N + i/T-'J> (76mg) £Jn;U 1 9^MilML/Co Sft^lc^ 

h y ^A7K*«*jn^^ i^if-^T2isi«iajLfeawawi*i^p*!fl* 

t^/7th> (10/1) T«n->^W7i707^'77^- 
fc«fc!>«HKU mfeOitts®*! 6mg, K^8 7%-T-'#^o 
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1 H-NMR (CDC 1 g, 5 0 0MHz) : <5 3. 81 (s, 6 H) , 
3. 83 (s, 3H), 4. 02 (s, 3H), 4. 05 (s, 3 H) , 

6. 4 4 (d, J =4. 9 Hz, 1H) , 6. 69 (s, 2H) , 7. 1 2 (d, 
J=9. 2Hz, 2H), 7. 41 (s, 1 H) , 7. 41 (brs, 1H), 

7. 48 (d, J=8. 6Hz, 2 H) , 7. 57 (s, 1 H) , 7. 58 (s, 
1H) , 8. 4 7 (d, J =4. 9Hz, 1 H) 

K*£*rtt (FD-MS, m/z) :5 0 5 (M + ) 

HWJ2 3 6 

N - (2, 4-^7Ji/tP7x-^) -N' - {4- [ (6, 7_jz2A 
-4-*7U;lQ *±±1 7*-M (2 7 2) 

6, r*'>-4- (4-7^/7i;+-» 'J > (1 0 Omg) 

£h;bx> (10ml) (c^^Lfcm. 2, 4-y7Mo7x-HV-> 
7*-h (12 0ml) £Jn>U 3 0^fiBDi««tLfco tftfiLTfcfci&fi** 
WU h^i^T-^f-SCifCfcJj^jgO^^l 2 8mg. lR$8 4%Tj 

1 H-NMR (DMSO-d c , 500 MHz) : 8 3. 94 (s, 3H), 
b 

3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 03- 
7. 10 (m, 1H) , 7. 2 2 (d, J =9. 2 Hz, 2 H) , 7. 2 8- 
7. 3 5 (m, 1H) , 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) , 

7. 5 9 (d, J =9. 2 Hz, 2 H) , 8. 0 5-8. 12 (m, 1 H) , 

8. 4 7 (d, J =5. 5 Hz, 1 H) , 8. 5 2 (s, 1 H) , 9. 1 5 (s, 
1H) 

rnmamm cfd-ms, m/z) :45i (m + ) 
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HWJ2 3 7 

N- (2, 5-^7;bto7x^) -N y - {4- [ (6, h*i/ 
-4-* J UAQ jjj^] 7^-^} g_U7 (2 7 3) 

6, 7-/7h + y-4- (4-7;;7x; + y) +;>J> (1 0 Omg) 
£h;l/x> (10ml) Kfln&SgflPLrt:^ 2. 5-/7;Wo7i-;KVy 
T*-h (12 0ml) £tJP;U 3 0«ISL/: o tfftH LT£fc*£li£»[ 
JRU hJbx>^^-rs^iCJ;t)^e©{b^^l 3 2mg. JK^8 7967? 

»fco 

1 H-NMR (DMSO-dg, 500 MHz) : 5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d. J=5. 5Hz, 1 H) , 6. 8 0- 

6. 87 (m, 1H), 7. 23 (d, J=9. 2Hz, 2 H) , 7. 2 7- 

7. 33 (m, 1H) , 7. 40 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 59 (d, J = 8. 6Hz, 2 H) , 8. 0 3-8. 0 8 (m, 1H), 

8. 47 (d, J=5. 5Hz, 1 H) , 8. 78 (s, 1 H) , 9. 27 (s, 
1H) 

IiMI(FD-MS, m/z) :45 1 (M + ) 
H»J2 3 8 

N- (4-7;y-2-^na7x^) -N' - {4- [ (6, 7-v>V h 
^■>-4-^7'J;l/) 7x-M 7 1/7 (2 7 4) 

N- (4-?oo-3--ha7x-;l/) — N' - {4- [ (6, 7-v^ h 
*$/-4-*y»J;lO 7x^;l/} "7 UT (1 5 Omg) ^^on^bA 

/^^y-;U/7K (10ml/13ml/3ml) KfctfU ^tmSti- h U 7 
A (5 0 1mg) fcftl*.. 6 0ti:T5 05JWL^o * n n*;UA-e2[§tftf! 
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»8*£S*U gS^J'nn^WT-fe h > (10/1) T-g§8* 5 >"J # >!r 
JUiiyA^n-rb^yy^-iz^mmU »t^4 8mg, $$3 4 

X H-NMR (DMSO-dg, 500 MHz) : d 3. 94 (s, 3 H) , 
3. 94 (s, 3H), 5. 14 (brs, 2H), 6. 43 (d, J=4. 9 
Hz, 1H), 6. 51 (m, 1 H) , 6. 65 (d, J=2. 5Hz, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 48 (d, 
J = 8. 6Hz, 1H), 7. 51 (s, 1 H) , 7. 56 (d, J=8. 5H 
z, 2H), 7. 83 (s, 1H), 8. 45 (d, J=5. 5Hz, 1 H) , 
9. 1 0 (s, 1H) 
Il^fft (FD-MS, m/z) :4 6 4 (M + ) , 4 6 6 (M + +2) 

H»J2 3 9 

N- {4- [ (6, j^vj 7x_;M - 

N / - [2-xht^^M'-;P7x-;l/] -)l/7 (2 7 5) 

6, 7-y> h + i/-4- (4-7;y7x;+y) *>"J> (lOOmg) 
^rh;bi> (10ml) fcSQ&fcjUU h'JxW;> (1ml) SrjD/LfcgL 
MJ7*xy> (lOOmg) 2^IHftl«aiflELfco Rfcttfcif-Jl/- 

2-T^7K>v*x-h (8 4mg) £Jn;U 2 NfMJn«aBII L fc 0 RfcttCifc 

n*;kk/7Hr h > (10/1) "egBltS >"J fiYJlii? A? h ^57^ 

1 H-NMR (DMSO-dg, 90 MHz) : 51. 37 (t, J = 7Hz, 
3H) , 3. 94 (s, 3H) , 3. 94 (s, 3 H) , 4. 3 8 (q, J=7 
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Hz, 2H) , 6. 4 7 (d, J=5Hz, 1 H) , 7. 1-8. 1 (m, 9 H) 
, 8. 38 (d, J=9Hz, 1H), 8. 47 (d, J=5Hz, 1 H) , 
9. 9 2 (s, 1 H) , 10. 10 (s, 1H) 
M£#?fl (FD-MS, m/z) :4 8 7 (M + ) 

H»J2 4 0 

N- (2-^ -N' - {4- [ (6, 1_jz2± ^>~4 

*j±] 7x-;l,} frl^7 (2 7 6) 
6, 7-yn + ~>-4- (4-7U7x^y) +y'J> (1 3 lmg) 
£h;bx> (l 3m 1) izUammmL, b 'Jx^;U7^ > (2. 6ml)« 
h'J7t^> ( 1 5 2 m g ) 2 ^PBSnSWSSE L tz 0 SMl: 2 

fJbft7-'J y (0. 11ml) £jjD;U 1 o#raJra*Mi&lELfco SiEffi 

uu^JlA/T* b y (4/1) h^v 

1 H-NMR (DMSO-dg, 500 MHz) : 6 2. 50 (s, 3H), 
4. 00 (s, 3H), 4. 00 (s, 3 H) , 6. 51 (d, J=5. 5Hz, 
1H) , 7. 0 8-7. 1 5 (m, 1 H) , 7. 2 5-7. 3 5 (m, 3 H) , 
7. 45 (s, 1H), 7. 48 (d, J = 7. 9Hz, 1 H) , 7. 58 (s, 
1H), 7. 67 (d, J=8. 5Hz, 2 H) , 7. 99 (d, J = 7. 9H 
z, 1H), 8. 2 4 (s, 1H) , 8. 5 3 (d, J =5. 5 Hz, 1 H) , 
9. 6 1 (s, 1H) 

UMfimm (FD-MS, m/z) :46 1 (M + ) 
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mmm2 4 i 

N- [3, 5-k'x (MJ7^p^f;b) 7x-;b] -N' - {4- [ (6, 
7- v'y h*->-4 ;fr^>] U7 (2 7 7) 

6, 7-i?/ h**>-4- (4-7i77 i ; + -» 4-7 U > (5 Omg) £ 
h;^> (5ml) Jcflnl&7§ft?U hUxf-;U7^> (1ml) ^Jox./cgL h 
'J7*xy> (55mg) £fln;is 3^EBD«iiB«tL^o SJft&ic3, 
(hij7Wo>f;b) 7^'J> (116mg) 2 0 #ffliJ0*««E L fc G 

RJSttJiRifcjc*^ h U -7A7Kt§^7JD^. S^Kxf-;l,T-2|n|ffltiiL^mW^ 

g5££?on*;l/A/7-feh> (10/1) -MMI"* v"J iiffri]? J*? 
^57^ -id^^ffiS^L. II©{k^5 4mg, iRs$5 8 %T?*f fc e 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 93 (s, 3 H) , 
3. 94 (s, 3H), 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 23 (d, 
J = 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (d, J=9. 2H 
z, 2H), 7. 62 (d, J=9. 2Hz, 2 H) , 7. 64 (s, 1 H) , 

8. 15 (s, J=5. 5Hz, 2H), 9. 13 (s, 1 H) , 

9. 4 3 (s, 1 H) 

M£$r*l (FD-MS, m/z) :55 1 (M + ) 

H»J2 4 2 

N- (3-^PQ7°ob^) - N 7 - {4- [ (6, 7-^ h^>-4-* 
yjjJtO j^>j Z-^Eikl f 7L/T(2 7 8) 

6, 7-*J* b*f-4- (4-7;;7x;+-» (50m g) £ 

h;l^> (5ml) fcJpjfcj^U h'JxW^ (1ml) *fln;tfcflU h 
U7*xy> (55mg) £fln*. N 3»iTOL/: 0 5iEftlc3-^po^ 
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ob°;l/T~'J> (6 6mg) ZMtL, 2 0 &lStmMMM I *:„ RJ6tti::0Sfc!K* 
* h ij *A#*»«n*^ Mxf-^2lilftdJLfc«*«M*ljrfti«t*T* 
#U SSTKSiEK^ h 'J^^iLfco *eTfci££®£U »^od^^ 
A / 7 -b h > (10/1) «t^y ! J*W7A^DTh^77^-ia 
t)«»!U mm®it&®*2 6mg. JRs$3 7%T1#^ Q 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) 8 7-1. 9 4 (m, 

2H), 3. 2 0-3. 2 7 (m, 2 H) , 3. 69 (t, J=6. 1Hz, 2 
H) , 3. 9 3 (s, 3H) , 3. 9 4 (s, 3H) , 6. 2 9 (t, J = 
6. 1Hz, 1H), 6. 41 (d, J=5. 5Hz, 1 H) , 7. 14 (d, 
J=9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 5 0-7. 5 5 (m, 3 
H) , 8. 46 (d, J=4. 9Hz, 1 H) , 8. 61 (s, 1 H) 

li^t (FD-MS, m/z) :415 (M + ) 

wmz 4 3 

N- {5- [2- (4-7;M-o) 7xy*->] -t°WM -N' - {4- 
[ (6, 7-v^ h4-v-4-^y *±jS] 7x£Jij -7UT (2 7 9) 

6, 7-5*> b*>>-4- (4-7^7x/ + -» +;«J> (5 3mg) £ 
bllx-y (5ml) fcflnf»«j!?U htfxf-;U7S> (1ml) £Jn;irt:& N h 
(5 8mg) £fln*.. 4^iajDf»jt«£Lfeo RftttK: 5 - 7 S y - 
2- (4--7;M-n) 7xy + i/h°U^> (95mg) £flD;U 1 9£ffltnftS 
^L/co SJtaftfc&ifok*-*- r U *A**tt«iD*. N »»if-;l/-e2lHlttajLyJ: 

S£U mift:9uu*JlJ»/T*hy (10/1) T?RHf S > 'J ijYM 5 

fZo 
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H-NMR (DMSO-dg, 500 MHz) : 5 3. 94 (s, 3 H) , 

3. 95 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 01 (d, 
J=8. 5Hz, 1H), 7. 12-7. 24 (m, 6 H) , 7. 38 (s, 1 
H) , 7. 5 1 (s, 1H) , 7. 5 9 (d, J -9. 2 Hz, 2 H) , 

8. 01 (d, J=8. 6Hz, 1H), 8. 19 (d, J=2. 4Hz, 1 H) 
, 8. 46 (d, J =4. 9Hz, 1 H) , 8. 77 (s, 1H) , 8. 89 
(s, 1H) 

Kitfr#H§ (FD-MS, m/z) :5 2 6 (M + ) 

N- {4- [ (6, 7-v^ h*->-4-*7 jMO 7x-j[/} - 

N' - Q-v^^T § J y^-Jl) frU7 (2 8 0) 

6, h + i/-4- (4-7i/7xy + -» *>"J > (5 2mg) £ 

h;l/^> (5ml) K#ni&7§ft?U MJxf-;U7^> (1ml) £Jn>Ltf:gL h 

U7*xy> (55mg) ztia*.^ s^muammwtitzo Kfomzz-vu-ji 

TlJT-i)y (6 9mg) *fln*. N 12»ISSLfco KJSttfcRIMc* 

h > (10/1) THM* 5->^TO7A7D7F^77-f-i;,); 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 2. 92 (s, 6H), 

4. 01 (s, 3H), 4. 03 (s, 3H), 6. 41 (d. J=4. 9Hz, 
1H) , 6. 4 8 (d, J =8. 6 Hz, 1H), 6. 5 6 (d, J = 9. 2H 
z, 1H), 6. 88 (s, 1H), 7. 08 (d, J=9. 2Hz, 2 H) , 
7. 14 (dd, J=7. 9, 8. 5Hz, 1 H) , 7. 35 (s, 1 H) , 
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7. 41 (s, 1H), 7. 45 (d, J = 9. 2Hz, 2H), 7. 55 (s, 
1H), 7. 67 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) 

I1MKFD-MS, m/z) :4 5 8 (M + ) 

mmm 245 

N — (2-b Kat^7x-X/) -N' - {4 - [ (6, 7-^h^'>-4 
-^7 UAQ *±i/\ 7x.-Jl} (2 8 1) 

6, 7-5*> h**>-4- (4-7^7x7 + -/) +7 >J > (1 05mg) 
£h;bx> (10ml) KJniti&#U h'Jxf;b7;> (2ml) £Jn*_fc8U 
hU7*xy> (118mg) ^Jo^. 2^PJBn«aB(ELfco R£«K:2-7 5 
Jy^y-Jl (7 7mg) ^Jnx.. 1 0^Jn3ttat«EL^ o KJ&ttfc&ifckSS:*- 

&&<5®U £S<Z><fb&«f£8 6mg. JR$5 696T»fc 0 

L H-NMR (DMSO-dg, 5 0 0MHz) :53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz, 1 H) , 6. 73- 
6. 88 (m, 3H), 7. 20 (d, J=8. 6Hz, 2 H) , 7. 39 (s, 
1H), 7. 52 (s, 1H), 7. 59 (d, J=8. 6Hz, 2 H) , 

8. 0 3-8. 0 8 (m, 1 H) , 8. 19 (s, 1 H) , 8. 4 7 (d, J = 
5. 5Hz, 1H), 9. 46 (s, 1H), 9. 95 (s, 1 H) 

K«#tff*& (FD-MS, m/z) :43 1 (M + ) 
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H»J2 4 6 

N — (3 -b Ka^'>7x-^) -N' - {4 - [ (6, 7 - h*->-4 
U;b) ;t4^>j 7^-;b} frU7 (2 8 2) 

6, H + (4-7S;7x; + «» +y >J > (115mg) 

£HUi> (12ml) i;|«L> h'Ji^;U7^> (2ml) ^Ud^/zM. 
bV7*XY> (113mg) £fln;U 2»|fflJnJft«»ELfco ElfcftK:3-7$ 
7 (7 3mg) £Jnx.. 10»mLfc„ RfcttKISSMc**- 

1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 94 (s, 3 H) , 

3. 95 (s, 3H) , 6. 35~6. 42 (m, 1 H) , 6. 44 (d, J = 

4. 9Hz, 1H), 6. 7 7-6. 8 5 (m, 1 H) , 6. 98-7. 08 
(m, 2H) , 7. 20 (d, J=8. 6Hz, 2H), 7. 39 (s, 1 H) , 

7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2 H) , 8. 47 (d, 
J=4. 9Hz, 1H), 8. 57 (s, 1H) , 8. 73 (s, 1 H) , 
9. 3 1 (s, 1 H) 
K*##fl£ (FD-MS, m/z) :43 1 (M + ) 

H*M2 4 7 

N- (3-hFD^y^^f-^7x-;b) — N' - {4- [ (6, 
h*z/-4 z±Z U-;U) j^vj 7x-;H 7U7 (2 8 3) 

9 7-emtzN- (3-Jih + v/^>>U^-^"7i-;l/) -N' - {4- 
[(6, h + ->-4-*y U-^) 7x-jH ^ 1/7 (19 0 

mg) ^^y-;K3ml) izmMU 3 5 %7fcgHt# 'J * A7k»jft (5ml) 
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3 8«T?»fc 0 

1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 20 (d, 
J=8. 6Hz, 2H), 7. 38~7. 65 (m. 7H), 8. 13 (s, 
1H) , 8. 4 6 (d, J = 4. 9 Hz, 1 H) , 8. 88 (s, 1 H) , 
8. 9 7 (s, 1H) 

mmfttitm (FD-MS, m/z) :4 5 9 (M + ) 
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Wistar-Kyoto^y b (B*f f-^X'J ^-ti^bA?) «fc t> MteftttJ U 
->-h*>^ft (Nephron, 22, 454 (1978)) l:ioT*«ft*taKLfc 0 
lO^^ffjfitflf COT, FCS iBSf) ^^^RPMI 1640 igJfi (OTs 

fcJfU <0 5 ft B£l»II» b ft* y * A«£ 7 >y -b <f left L fc 0 

2 PDGFggfcgE'J >MPl^fflg)M 
>1t>4 : ^A«^2 4^JS-/L'-h(cSSL. 10%FCS £^i;ig*&{CT2 

5% FCS££frigtfl&K:£SlU 3&lc3Bffle*LTiM*#it3-frfco 
»U g*L/c«£500 /zl Oigitfe-e^^ 0. 1 % •> : s$mT )17 1 
y (OT> BSA£i&-f) ££i?Jgffl*2 5 ljBSDLfco v>Vf-;bx;^+ 
S/K (OT> DMSOiBSf) l«^«IM:©^ti:l. 38^1 
SfetaLTiB^ 3 7°CTlf$fyH h L/c 0 t hffl*&;USllll/NKE& 

%&im?mk cot. pdgf-bb imst) £o. 1% BSA^^tr^c^js?^^ 

C n*»«flE*< 5 Ong/ml i4-5«k9 * ;Hz 2 5 1 fo^t] U 3 7 °C 

Tl 0£KK h L/Co Jg«I*ifc±U 5 0 0 // 1 © U >®?*£Sj£S:£ 

*&7k (pH7. 4) COTn PBS TfllS^!5t^ fflflai-RT*-fb««tt 

(IX Triton X100 . 2mM *)l h'<1-VJVm± h 'J ImM xf u>j? 7 ? >4 
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± h <J 0 A mr, Edlktmt) V U x«fr£S&itoK (p H 7. 

4%) ) ^5 0ju l»L^o 4°C-e30^Ja±&St-5C<!:T«^pJ^t:L> 
l %7 "5 U ;WKK^- h U 0 a (etr sds inS-T) h 'J 

K£PVDF7-r;U*-lcm^ttKf£¥U :<07^^-|:oOt'J >||tfDy 

PDGF-BB ©jRJDJCkOaa'J >IMfc£g#fcPl>GFg!g# : £jl 8 OKDa ) 
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LWfc^ttSOft^WfcHLT* ^>*'*A»fc:fctt£PDGF 
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ll¥6E®*ttt Wistar-Kyoto 5 v h (7 MM) (B#f-+ U 
bA?) ) £ffl^fco hThy 1. ll^-TS^y *n 5 

OX-7 (Pathol. Int., 45, 409(1995)£ffl^TWHL fc) £1. 2mg/kg©ffli 

tt9*«#»^*iae$-a-fco H«itt«#-e*S 1%? u^7 + -;U7k?§fe!l 

OX-7^SBi;*9lB2@, 8 Blffljgttgntft^Lfco 

5R»T?X3 7ft;Lfco 

0 : *«ftrticWb*l«*BJ6<i:^ 

1 : 2 5 %OT©^b^^lga6^ 

2 : ^Bfc&ft {12 5-5 0 %©«{ltff ££B£ £ 

3 : *£fc#F*g K 5 0 ~ 7 5 K®«{UPHE*B» S 

4 : $&m?i\z7 5~i o o%<Dffltmmzm#>6 

^TtJfcRU *J*#@{b©SP» (96) «-»tbLfc 0 ^*M«JEM:BartlettjS 



WO 97/17329 



2 14 



PCT/JP96/03229 



1 Omg/kg 11.7 P< 0. 0 5 

3 Omg/kg 10.2 P< 0. 0 5 

1 0 Omg/kg 1 3. 7 P< 0. 0 1 



i fb^#-t 4 3 (oit&ww -7 x &&immifo c p 3 8 8 ) Km- z vmm 
Ml 

1 3 096OSi^WftS3&<B*6nfco 



2 f^f^4 30{b^OI:hy'Jt-7» (GL0 7) Eftrt-SinM 
l^HU 0 0mm 3 fc^^OiWffl©?^ 
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-i^i: 5 J; 9 1: 1 4 Ef L^ 1 0 «fc ?K&mt& 

mwmz ltitzt %<D%jm® x a Bommmz c x, fe«{b^swo 

II^TxiU M^ii5itffl]« (TGIR) = (1-Tx/Cx) x 
1 0 0**J6fc o &4Mffl(DWimr$#r\ ft*0TG I RI(i7 6%T*^ 

2i|sl^^ hh/'Jt-7»GL0 7 (H»ftfel+*W^*^A^) £ 

teBvmm&mzi t Ltit^Mmm^xBmmm^m^cx, mkfc&m®. 
»ii^Txiu wmmwm ctgir) = u-tx/cx) 
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(2 5 5) 8 6 

(2 6 0) 5 2 

(2 6 2) 8 7 

(2 6 4) 6 3 

(2 6 7) 6 5 

(2 7 2) 84 



4 fls£&#t4 3fe«fc^l:^#-t5 8®{t&®®&WSMmmztttZjji 

A^) *3t-K^->X{w^«U MttfttU 0 0mm 3 
oM^{*^©¥^*^-{c«SJ;9iwl^4E^oiip^^^L^ 1 0 Omg/kg 

mmm mm (tg i r%) 

(4 3) (5 8) 
COL-l colon 68 74 
St-4 stomach 78 86 

L-2 7 lung 8 3 9 6 

^±om^^mM(Dit^mm^fmm^Lx^mm^^-t6^t 
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-f¥9~l 0E©ig&DBA/l JNCrjv^x (9 Aft) (B#?- + -;l/X 
•J^-ti^bA^) £ffl^fc 0 5nl©*v/&3fcIIl!:3 5-y>0. 3%£^gjft 
(K-4 1, 3 7- f>ftffiii^) N 1 5 nig© Mycobacterium tuberculosis 
H 3 7 R a (Difco Labs.fr£A#) . 2. 5 ml©£3I:&i&&fc £ 7 . 5ml© 
^%i7o^>K7v?aA*>K (Difco Labs. i^A?) Kx7il/y 3 >^i 

ffls^«#Lfco »6i^i/t7t-^tDMso^nfni o%^^s^ 

<b£»§-4 3©<b^©3 7-y>^ttWSi5^©^^» (%) ££TF 

7/10 7 0 

lOmg/kg 1/9 11 

10 0mg/kg 0/10 0 
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it * © m h 




(I) 



CH£fcl±N"T?*tk 

1. WWCH©il£> 

(a) X(iO£fcteST-&<9. QfcU 

S (ID : 




Cj-CgT^+Jk C 2 - C 4 7;l/3 + t fc ii C 2 - C 4 7 ->JbT* 5] 
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C 1 -C 4 7;bn + i/T-**9. Y. Z tt^Jl* fcfcMlgijKN * fz \t C HT* -5] 
a CIV) : 




(R 3 > 



(IV) 



(b) X(±0. StfcliCHgt-*^ 
£ (V) : 

^5 R5 




(V) 



«<K jfc«fctfkli$gijKO£fcl±l-e*tk R 5 li»J{cH^7tiiC 1 - 
C 4 7;b4-;bT-*i9. A{iC 1 -C g 7^+;K C x -C 5 7Jl/^;b N ^ 
(C 3 -C 1() ) TJ\s*JW C 1 -C 4 TJUn^-i/tlJl^-JW 7 jl-JI^ ±7 
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HO^IKo^t- o T U 3 W4 9 - 2 £14 1 0 - *©S3»S;0^f - □ 7 

7'J-;bS(4^ CN, N0 2 , OH. NH^ ad^X c^-C^^M^k 
81ft CC 3 -c 1 Q ) 7;u*;k C 1 -c 4 t;Hj + ^ C x - C 4 7;l^*v 
;K C 1 -C 5 7v;k C 1 - C 5 7'>n*~>. C^-C^^+l^ 
S?>J-*i/ N C 1 - C 4 7Jl>*)lT i J, v- (C 1 - C 4 7Jl3-Jl) 7;;, 
C0 2 H, CONH r N- (C 1 -C 4 7;b+;b) 7$ K\ N, N — — 
(C 1 -c 4 7^+;u) 7^ K> C 2 -C 4 7;Mr;U7£ h\ h'J7;btD^ 
;k c 1 - c 4 7^+;u^^-. 7x-;k i^7xijK 7x; + y N l^7x 
y + i/, 7xz;w, IH7x;ji/ft 7x^;b (C 1 -C 4 7;l/+;W . 
IS7i-;i/ (C 1 -C 4 7;b^;b) . t'Uv^k t°7-y-;k t°D$>^;k 
h°'J £*>^;k fa "J >^;k f^y v>—;k t°^<7 v-;k t°^-7 v'— ;k 

C 2 -C 4 7->;U^&a$R£*lS l~5<I®fi&g£WLT^T$>«fc <, Bf4. 
0. S. NH, NCN. NR 6 ^fci4NOR g C:t\ R g {4 C j - C 5 7;U 
+;UT"*5) Tab -5] T-abD, 

2. W^NOS^ X(40, S^7 t ci4CH 2 Tf*i9s Q(4, 

(V) : 
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j\ R 5 , Afc«ktfBH:^-rnt)±iHtlqIl^-e*S] T-&£ 0 } 

2. 5£ (I) W75<CH-e*0> X1)<O£iiteST'&0^ (II) ^ 
CHI ) SfctiaS (IV) T^StlS, ff^l^!B«0 + y 'J >|§^#feJ;t>' 

3. 5£ (I) 4\ W*<CHf*^ X*<0T*9, Q*><5£ (II) s j£ (III ) 
SfcliS (IV) It^lfcfBigo+y g >m*#*>«ttf*nb©asi 

4. 5£ (I) X*<0> S*fciiCH 2 T-*t) N Qj&<5$ (V) X-mZtlZ, 

5. S (I) ck R 1 fciD f R 2 7!><iiSiJlcC 1 -C 5 T;b+^T ; *t)> Q*< 

a; (v) k (v) <k jfc^o'k^o^^ bi*, o, s. nor 6 (;: 

6. 5£ (I) ^ R 1 fcc±:0 J R 2 ^TOJ(iC 1 -C 5 7;U+;H?*^, Q*< 
it (V) K (V) ^ j^0T'*^okAUT*5*\ Sfcti jrtUf&S 

NCN N NRg^fcteNORg CCT, R g (iC j - C 5 TJl*JlT*&Z) T* 

7. 5£ (i) R 1 fc«fca f R 2 *w«(cc 1 -c 5 7;^u-e*t) N qj&< 
^ (V) K (V) tk jfe«kc?k3&<it>lwl-e*r) % R 5 #«9Jte3k*4fc«: 
^f-^T'*«9> B{^ 0. S, NH, NCN N NR g £*:teN0R g (CCT\ 

R 6 ttC j -c 5 r;u+;i/T-*s) t&s] -e^bSft^ »*5iiiciB«o+ 
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8. 5£ (VI) : 




(VI) 



[5t^ WliCHtfcliNT?*^ R 1 *5«fcO r R 2 {i{i!giJ{cC 1 -C 5 T;U+ 
;ke&!9> Aliy?-;k xf-Jk 7ot";k ^V7°Db 0 ;k <fy7*f-;k 
s-7>;k t--/f-;k ^>f-;k -fV^>f^> *>:7 D^Of-;k v/^o^ 
+ i/;k >^n^^;k 7x-;k ^7^;k 7D;k ^-;k t°g>>;U£ 

v. x.h n> 7^ A >?-;U7SA y^fil'T; A -^xW;;, 
t°;U7$A >*:/f-;U7SA h^^D^f^ yf-;k xf^k 7"nt 0 ;k 
^V7°ph°;k 7*^;k ^7 7>ik s-7>;k t -7>;k y h*>\ 
* 7°n #4- -a v 7°d a u y . e n >j s> y N t 0 ^ u v y t tz 

147" h + i/frkiSftSft* l~5fiOll»S*WLT^Tt>J:l^] TfSfr^ti* 
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[5frK wiiCHifciiN-e&tK j a^ok til Tabs *\ Sfcii 

j {ilT&tJ^okttOT*^ Rjfe^Rg iiracc 1 -c 5 x;b*;ke 
£><9> R 5 li?k^£fct;j;y?-;kc-&9> A(iy^;k xf-;k 7n tMk -TV 7 
nt°;k 7>;k <ivf*)W s-7f-;k t-7>;k ^>^;k -fy^>f 

>>k ^f-;k xf;k 7nb°;k -rv^nh°;k 7f-;k -rvT^Jk s-^f- 
;k t-7">;k ^ h*^. ih + -A 7n#+-> N >fv^n#+'>ttli7'h 
*v^bjgiR£:tl£l~5ffi©g&g£WLT^Tk^] 'J 
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;UT*£u R 5 {i<@giJiC7K**^{±^^^"e*(?N AliC j -C 6 7;l/+;K 
C 1 - C 4 T;U^-;k i/pn^yf-JW ->^p^+*>;K S'^o'N'/f-Jk 
c 1 -c 4 7;U3*->*W-;k 7*-;K -f-y^-JK 7'J;k ^-;k < 
>W;k 7-bf-;k tf'JvJk k"'J 5 i?— ;k faUi?-^ f^'ji 5 — ;k 

7;i/+;i/S^ 7'J-;uS*fcti^f-n7U-;uSJiN ^o^>. co 2 

H, CONH 2 , tKo + k - hn, 7; A C x -C 4 7;U*Jl/7 i 7. ! J 

- (c 1 -c 4 7;u+;b) tsa c^-c^^o*^ c 1 -c 5 Tf)W 

C 1 ~ C 4 7;L/W;f ^ h'J7;btnyf;k C 1 -C g 7;U+;k C 1 ~ 
c 4 7;i/3 + *>Jk c 1 -c 4 7;i/3 + ->*;i/**-Jk n- cc 1 -c 

AO 7; F\ N, N-v- (C 1 -C 4 7;I/+;l/) 7^ F\ C 2 ~C ^TJlf-Jl 

Ti H\ xf u>^*k 7i-ik 7i; + A l^7x-Jk K>y>r;k 
h°'jy;k e7>"-;k ;k t°'j^v-;k +7U;k £ V 
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11. S (IX) : 



R 5 R 5 




(IX) 



WJiCHSfcttNT&tK R 1 *5J:D f R 2 JifigiJ{cC 1 -C 5 T^+ 

C j -C 4 7;l/y— ;K >^o^<>f-;k y^o^wk □ 's^fvk 
C 1 - C 4 7;bn + ->*;UsK— ;k 7i-;k ±->=$-)W 7'j;k f-^— ;k < 
>\AOk 7-fef-Jk fc'U^Jk t"'J;^-;k t"o "J v^— ;k t'^Uv 5 — ;k 

7;l^;bg. 7'J-^S^/c(i^7 : -a7U-^S(i. ^n^>. ->7A C0 2 
H, CONH^ tFo + A-ho, 7;7s C j - C 4 7;b*;b7 $ J N v 
- (C 1 -c 4 7;b+;b) 7i;, c 1 -c 5 7«>d + «> n c 1 -c 5 7->;k 
c 1 - c 4 7;i^;b^;*\ h'j7Moyf;k C 1 -C 5 7;i^;k C 1 ~ 
c 4 7JUn+v/;k C 1 -c 4 7;i'=i + ->*^sK-;k N- (C 1 ~c 4 tji* 
)V) 7 1 K\ N, N - - (C 2 -C 4 7;b^;b) 7 5 h\ C 2 - c 4 7;U+;U 
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1 2. 5£ (VI) 4\ W^CHT*»5> »#E8 fcKttO+V 'J >Ra»ft:*5«k 
13. ^ (VII ) ^ W*<CHT?*S> Wf^9lcgEtt©+y U >ff*lftfc 

cfc # * n & ©m^wi-ttirc t s 

1 4. 5£ (VIII) ^ Wj&<CHT**^ ft^l 0i:»^; U >ff*# 

is. (ix) * N w^cH-efcSs i Ktet&©*/ U >St^ftfc 

1 6. a; (X) : 
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;UT-*t?> RgtifigiJtcTKJRifcttyf-;^**?^ AteC 1 -C 5 7;M^k -> 
?n^>^;k S/^o^+*>;k n^f-^k 7'JJk C 1 - C 4 7;L,:j4- 
v/#;k-K-;k 7i-;k *7f-;k OvV^-eab *K ATr^b$ti£ ctib 
©7^+;bS, tfct±7U-;u3Ui N oh, co 2 H, 7^d n ^dd n y D 

a-H\ - hn, 7iy, y- (C x - C 4 7;U*;U) 75 A xf-U>J? 

*nyf-;k C 1 -c 4 7;b*;k C x -C 4 7;m*s/ N f'j-^k 
i-;l/^t>«ft3ft5 l~5^@OS^S^LT^Tfci:u] fastis*; 

1 7. (XI) : 




WliCH^3t{iN"C*0^ R 1 *fcliR 2 tiffigiJ^C 1 -C 5 7JU4- 
;l/r-&r) N R 5 (iWJ(C7Kmt/-c(i/f->»u-e*D, AttC 1 -C 5 7;l/+;k > 
^n<>f-;k ->^o^+i>;k v?n^7°^;k 7 'J Jk C 1 -C 4 7;Un + 
•>*;U#ji;k 7x^;k *7f-;k ^>7-fm^ AmbSft* 
®7;u*;bS> *^{i7U-;bS{± % OH. C0 2 H N 7;U^u, ?nn. 7*n 
3-H\ - ho, 75 a v- (c 1 -c 4 7^;u) 7$ a 
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**i/ > 7-1? v. C 1 -C ^TJlnf-i/jjfrtf—jl^ h \) y ji 

*ul=f-)^ C 1 -C A T)l*)W c 1 -c 4 r;br7^^ N t°ll^;k Ztztty 
^-Jlfrt>M1RZtlZ> l~5fi®Sglg£WLT^T$>^] T^b£ft£4- 

18. & (I) * N Wri<CHT*tK Xri<OT***K R^^a'Rg^H 
(cy *;ut&!K 0>*5£ (V) K (V) * N j fcJctfk^flBijKO^fctilT 

R g >K AtiC 1 -C 5 7;u*;k ->^p^>^;k ->?n^ 

*<>;k i/^n^f^k 7'J;k C 1 - C 4 7;U3 + '>*Jl/*K-;k 7x-;k 

ttii^fnT'J-JUl^ OH. C0 2 H, 7;M-n, ?nn x ^o^ 3- 

h\ - fo, tsa v?- (c 1 -c 4 7;u+;u) x^u>w^ 

7-trh + v, N C 1 -C MJ7^D/f 

;k c 1 -c 4 7;u+;k C 1 -c 4 7;!/n*>\ fjy;k ifcU7x-^ 

&Wi*n51~5fl©IMl»*WLr^Tt>«k<, BfcU 0. S. NH N NC 

19. Si (I) «K W^CHT'*^ R 1% R 2 ^ifci:yf-m^ 

2 0. 6, 7-->7 h + v-4 - (2-^F + y7x7 + y) 6, 

7-i?n+i/-4- (3-^+->7x;+>» 6, 

-6, 7-^F + ^;'J^ 4- (3-bFo + ->7xy + y) -6, 7- 
h + ^+yJk 4- (4-7d€7x7 + -» -6, 7-v?n + ->+; 



WO 97/17329 



2 3 1 



PCT/JP96/03229 



u y, 4- (3, h + ->7x; + y) -6, 7-^ h*f+;'J>, 

6, 7-y> h + (l-t7fW-» +/'J>, 6, 7-^ h + 

■>-4- (2-t7fM + y) +;'J>s 6, 7-y7 h + y-4 - (5-y 
h + -+7fM+y) *J 'J 6, 7-/n^y-4-(6-n 
*->-2-:*-7f-;M-*'» 6, 7-yy h + v/-4- (7-^ + 

y-2-t7f;bt+^) +7 'J ^ 6, 7-v^ h + y-4- (5-*y"J;U 
t+y) 6, 7-i>7 h + '>-4- (6- + y 'J^t + y) +;'J>, 

4- (4->f > KU^*«» -6, l- ! Jt h4-->+y U >„ 4- (5-^ > 
K'J;M-*vO -6, 7-y> h + ->+yj>, 6, 7-^K->-4-(3 
-J h + y7x-W) +7 "J >£fcti6. h + ->-4- (4-y h 

+7'J>^t)l^tl^ »*SlKlSE«®5£ (I) T^fr 

* ft £ ft^&fc J: * ft £> ©JI^Wl-ttST? § £ i&o 

2 1. (4-n-7-f^7x-^) {4- [(6, 7-^ h*«>-4-* 
/"J^) t^y] 7x-;H (4- t - 7f^7x-;l/) {4- 

[(6, h + y-4-*;'J^) 7x-Jl/} ^ *y (4- 

h'J7;l/toyf;b7x-;b) {4- [(6, 7-y^ h + y-4-+;'J;b) 
7^;b} tfjy^ (4-t-7'f^7x-^) {4- [(6, 7- 
>^ h + v- 4 -+^v*U -AO 7x-;H / 9 J y^ U-t-T^ 

^7x-;0 {4- [(6, 7-v^y h + ->-4- + y;yU) 7x-;W 

* 9 J N - {4 — [ (6, 7->^ h + ->-4- + y 

;U} -^^n^+"9->*;U*'+if $ h\ N- {4- [ (6, V*i/-4 
-*JV)V) 7i-Jb) - (4-^ho7x^;b) H\ N 

- {4- [ (6, 1-*J* h*f-A-*J 7xZiH - (N, 

N->7WU7x^) ij I Y\ N- {4- [ (6, V 

+ y-4-+;'J^) 7x_M - (4-7-fef-;U7x^;u) 
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IK r\ N — {4- [ (6, 7 - if / b*f- 4 - + >"J ;U) 7i-Jl} 

- (4-n-W7i-W r\ N- {4- [ (6, 7 -'J/ h 

IK K> N- {4- [ (6, h + y-4- + yj;b) 7i-;W 

- (4 -yot7x-^) 5 r\ N - {4- [ (6, 7-¥* 
-4-^y'JJU) 7x^JH - >#;l/**+U- S K\ N- 

(4-n-7'f;b7i-i) -N' - {4- [ (6, r*->-4-*y 
gjU) 7x-;b} 7U7, N - (4-t-7'f;l/7x-;l/) -N' - 

{4- [ (6, 7-Vi Y*¥-4-*j >J;b) 7x-;H 7U7, N 

- (2-h'j7;Wo>f;l/7x-;l/) — N' - {4- [(6, 7-->7h + y 
-4-4VIUU) 7x^} 7U7, N- ( 3 - h II 7 W d t =f-)\,7 
x-;U) - N' - {4- [ (6, r*>>-4-*y 'J ;U) 7x 

9U7^ N- (4- b 'J 7^nyf;l/7x-;b) -N' - {4- [ (6, 
7-^V r*'>-4-*>"J;lO 7x^;W 71/7^ N- (2-^ + 

'>7x-A) — N' - {4- C (6, 7-^h*->-4- + y'JA)**i/] 
7xUb) >7U7> N- (3-^ h + ->7x^) -N' - {4- [ (6, 7- 
v>V h*<>-4-*y »J;lO 7x-;H 7U7, N- (.4-/ h*is? 

-N' - {4- [ (6, 7- : J* h + ->-4-+y 'J AO 7x 
->W ^UT. N- (2-7Md7x^) -N' - {4- [ (6, 7-S^ 
h + v-4-4^y U;U) 7x-Jl/} £U7\ N- (3-7MD7xr. 

;U) _ N ' _ {4 _ [ ( 6| y-^y h + y-4- + ;'J;P) 7x_;H 

N- (4-7Wo7x-;W -N' - {4- [ (6, 7-vV h + -> 
-4-*yj;U) 7x^} 7l/7^ N- (4-7tf;V7xi;l/) - 

N' - {4- [ (6, 7-V* Y*v-4-*J >;;!/) 7xz;b} -? u 

7\ N- {4- [ (6, 7-*J* h + ->-4-+y'J^) 7x_;H - 
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N' -n-^Dh";^l/7, N - n -T/f-^-N' - {4- [(6, 

-N' - {4- [ (6, l-V* Y*i/-A-*j-V*)-)l) 7x-M 
^7, N- (2-y h + — N' - {4- [ (6, 7-v>V h*-> 

-4-+f-VU-;U) 7x-i) >7l/7. N — (3-^ Y*is7^-)l) 

-N' - {4- [ (6, h + v-4- + 7- , /'J-^) 7x_;H 

uVT^ N- (4-> h + y7x^) — N' - {4- [ (6, 7-v^ h + v- 
-4 -^^-V*'J^-;l/) 7x^;b) -7U7. N-n-T^lz-N' - {4 

- [ (6, 7->J* h*i/-4-*^VU-;lO 7x_;H uU7, 

{4-[(6, 7-v^ h4^>-4-4-y V )l)lr*i/~\7 [4 -^;L/* iJ7 7x 

-;H y*y>, {4-[(6,7-yn + ->-4-+yj;b)t+y]7x^} [4 
-fnij^7x^] {4-[(6, 7-vV h**>-4-*y >;;io** 

■>]7x_;H [4-t°^U *JJ 7x-;l/] N-(2,4-^dd7x- 
;U)-N'-{4-[(6, 7-vV h*->-4-*y ■;^)^-+->]7x^;U}'>ly7, N-(3, 
4-^^D7x-;bH'-{4-[(6, 7-v>y h*v/-4-*/ 'JW->]7x 
-;U}^U7. N-(3, 5-^nn7^;U)-N'-{4-[(6. h*v/-4-* 
y 'J;b)t+i/]7xz;i/}^i/7, N-(4-^on-2-/f;l'7i-;l'H'-{4 
-[(6, 7-v>> h + '>-4-+y v , ;U)**>']:7 J ^><U}'7U7. N-(3-7 ^ J - 
4-^od7x-jI/H'-{4-[(6, 7-vt V J\,)**f\7 jl- 

MvlsT, N-{4-[(6. b*->-4-*y U;U)^+>']7 i ^;U}-N'-(2 

-h°'J v?;M f-;lO£U7* N-(3, 4-77Wo7x^H -{4-[(6, 7-i? 
/ b4-v-4-*y 'J;l/)t*y]7x^l/}7l/7, N-(2, 4, 5- h 'J 7^D7 
^;b)-N'-{4-[(6, 7-i>V h**>-4-*y y;l,)t+y]7x-;H7U7, N- 
(3-^do7x^H'-{4-[(6, 7->>V h + ->-4-+y 'J;^y]7x^ 
N-(4-kKD+->7x^l/)-N'-{4-[(6,7-y7 h^>_ 4 _ + y 
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4 0. m%nMfc®femzmtzmm\z^G®m(Dm*i% 1-21 0^1° 
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